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20 ( 80 ) 5-^upi-3 - {4 - [4 - (4-*;V*!);) 

/v] t°-^7 i> i --r /v} - 2H-^f y^/yy-i-ty, 

(si) 3- (t°-< y V s 4 -h fr) - 2H-4 y * ; v i/- 
i - ir is^ik7kmmi&, 

(8 2) 3— - 2H--T y^y y 

25 i-^-^i/57K#in«)s 

(83) 3 - ( ( 4 - y f'A' fc°-<7 — 1 — -</U) jJA'tf — A') 

(8 4) 3- (2- (^w^y) - 2H-^r y^/ y 1 
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(8 5) 3- (3- (^w^y) /Pt» -2H — fy^;yy- 
i 

(8 6) 3- (1-T1^tf^a [2. 2. 2] ^ ^ ^- 3 --f /V) -2 

(8 7) 3- ( (1 -T-^trv^n [ 2 . 2. 2] 3"^ ^ 3 --f /V) y 

^vv) -2H--f y^/py-i-t^ 

(88) 3- (8-^/V-8-T1ft?->^a [3. 2 . 1 ] Or 9 $ 3 

-^f/i') -2H-^y^;uy-i-^A 

10 (8 9) 5-y^Vl—3- (2- (^W^/) ^^/V') -2H--<y 

=¥y y y- 1 

(9 0) 3— (3- (i?^f;VT5 / ) 7"a f/k) - 5 - y ^/V- 

-2H--f y^y ux-i-ty, 

(9 1) 3- (1 -Tif tV^P [2. 2. 2] ^-i>^^-3 — f/U) -5 

is -y 2 H--f y ^y p y-.i - ty, 

(9 2) 3- ( (l-T-ift'V^ 13 C2. 2. 2] ^-^^^-3-^/1^) y 

^ao -5-y^v-2H-^'ydr/ y ^— 1 — 

(9 3) 3- ( y 4 /V) - 5-yf;V-2H-^ 

y 3r y y y- i -^yits^, 
20 (9 4) 5-y^/i^-3- (8-y^7^-8-Tift^>y n [3. 2. 1] 

^-y^>-3-^/v) -2H--i'y^y yy-i-ty, 
(95) 5-iyppi-3- (1 -y^vn^y $?y- 4 — <m - 2 h--t 

y^y y y- 1 — *-y N 

(9 6) - 3 - a -y^/i-t^y v>y-4 — r/v) - 2 h — r 

25 y^y y y- i -;3-y N 

(9 7) 4 — ^31=7^-3 - (t i -<y> ? y-4--f7V) -2H- 

y^y y y- i -;*-yJHb 
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(9 8) 3- (l-^f/VtVJJi?y-4-/{;U) - 4- 7x^ 
(99) 4 - ( 4 — y h ^=A-) - 3- (1— tf-A'lf'i 

y ^ - 4 - >r /v) - 2H-^y=^y y y-i-ty, 

5 (100) 4 — (4-^Pt3 7x^;l/) -3 - 

y^y-4-/f;v) - 2H-/fy^;9y- l— 

(10 1) 5, 7— i^ta*— 3- (fc'^y S?^— 4 — (/V) -2H — TV 
=3r/ !) V- 1 -tf*^ 
(102) 5-yh^^-3- (f-<y i^^-4 f/V) -2H-^ydry 

io yy-i-;*-^ 

(10 3) 5— fc Koap-V— 3— (t 0 ^!? *?^-4—4M — 2H— ^y=¥ 

y 2 1 —a- 5^ 

(10 4) 5— 7/^P-3— (f^yi>^-4 — -2H — f y^r/ 

y v- 1 

15 (10 5) 3- (1 — ff-AsV^V i^^-4-^/V-) -5-F!)7;VtP^ 

f;v-2H-^y^r/i;y-i-ty^ 

(10 6) 5— ^/v^-n-3 - ( 1 - y ^ A' f y v> V - 4 - A 

/v ) - 2H-^ry=3ryy^-i-^-^ N 
(107) 5-^ - (i-y^-/n:°-<yv ; i/-4-^ 

20 7W) - 2H-^y^-; yy-i-tv, 

(i o 8)5 — fc KP^^y-3- ( 1 — y y - 4 - 

-T/v) -2H-^y^/!)y-i-ty, 

(10 9) 5-yaa-3- ( 1 — jt^vvtr^JJ i?^— 4 — -OV-) —4 — 7 

xr/v-2H--fy^y!)y-i-ty 1 

25 (110) 5- (4— y f;HfX7^> — 1 —4 M -6H-fx; [2, 

3-c] tru 7— *->\ 

(ill) 5- (4 -i?yw? y tr^y 1 o^) -6H-fx 
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j [2, 3-c] fyi?y-7-ty, 

(112) 6- (4-^^f-<7^- 1— (A*) -5H-fi/ [3, 

• 2-c] t°y-^^-4-^-v N 

(113) 6- (4-^^;V75;t^y^y-l — f/U) -5H-fi 
5 7 [3, 2-c] t°]) *>ls-A-Jr>, 

(114) 3- (4-^^Vt°-<y^^-l-^/l/) -2H — <yX [f] 

y ^- 1 -a-^ 

(115) 3- (4-^W5 7 t°-<y 1 -2H 

x [f ] -ry^y y ^- i-^-v, 

10 (116) 3- (4-^^7Vf^7v ? .^- 1— < /V) -2H <yX [h] 

(117) 3- U-i^^VKT^y t°^y — 1— f/P) -2H ^ 

x [h] 4 y*s y i -a-^ 

(118) 7- (4 — 7^7l-t^^^>'- 1 -- T/V) -6H— 1, 6-t7 

15 • • 

(119) 7- (4 -^^75 7 fcV<JJ v 5 ^- 1 f/1^) -6H-1, 

(12 0) 8-7^/1 — 2- (h°-<y ^^-4— T/W) - 3H-=3r^">/y >- 
-4-;*->\ 

20 (12 1) 2- ( 1 - 7 °3->V fc°^ y - 4 — >f ^) 

- 3 h — y y ^—4-^-^, 

(12 3) 8-7V^r>'-2 - ( 1 - 7 ^ /V- tT y >< — 4 - 
AO — 3H-*t^!)y- 4— 

(12 4) 8-fc Ka^rv'- 2- ( 1 -7 f/Wt^'J 4 -^A-) -3 

25 H-=¥t^J)y-4-ty s 

(12 5) 8-7/u^-a-2- — f/U) -3H 
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(12 6) 8— ( 1 ^vHf-^y i?-y— 4 — < fly) — 3H- 

(12 7) 8-yci^-2- — f/V) -3H- 
5 (12 8) 8— 2- (4-^^7 5 /^P^sSMJ-V— 1 - 

4^) -3H-w;y-4-t^ 

(12 9) 8-tKP^y-2- (4-^W5 l 
-^7V) -3H-^ty9^-4-t^ 
(13 0) 8 — Z7/v3rn — 2— (4 - 5?^ W $ ; P^fV- 1 - 

10 -f^) -3H-wyv-4-t^ 

(13 1) 8— ^ n Pi— 2— (4 -i?^ / P^fy- 1 -'f 

fly) -3H-=3r^-^y ^-4-^-^s 

(13 2) 8—Z?V^- 2— (4-^^^ / f#xx~+.*e"9-2s— 1 — f 
fly) -3H-W!)y-4-ty, 
15 (13 3) 2- (1 -Tiftfi'^n [2. 2. 2] 3 — {fly) - 

'3H-^ft^yy-4-t^ 

(13 4) 2- ( (l-Tift'i/^^ [2. 2. 2 3 ^ ^ X- 3 — f /^) 
^5V1-) - 3H-=ar^y V Is-A-jrls, 
(13 5) 2- (8-^^^-8-Tif^i/^n [3. 2. 1]^"^^V- 
20 3 --T/V) - 3 H-^E-t/P ^~ 4—^"^ 

(13 6) 2- (4-^^/V7^y f j^n^^M^ 1 -y < /V) -3H- 

^ty;y-4-rA 

(13 7) 8 - * ^-fly- 2 - (4-v?^t^7 5 7 -y^a^^rt 
^-l-^/l^) - 3H-^ft/!Jy-4-ty, 
25 (138) 2 - ( 1 - 7f t'i/^ a [2. 2. 2] ^-^^^-3 
--f/W - 8 — * <5~fly- 3 H-^-^y U is- 4 

(139) 2-((l-TU s t*^*[2. 2. 2 3 * ^ * ^ - 
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(14 0) 2- (2- (^^7$/) xf;V)'-3H-Wyy-4 
-:*->\ 

(14 1) 2- (3- (^f;V7$7) ^T^tVV) -3H-W!)y- 
5 4-^~^ N 

(14 2) 2- (5- (v^^vVT?/) -<^/V) -3H-W!Jy- 

(14 3) 8-^^-2- (8-^^-8-7f tf d [3. 2. 1] 

^-^^^-3-^T/P) -3H-3r^-^y ^-4-^-^ N 
10 (14 4) 8-^^/1^-2- (2 - (v?^f^75;) ^^/V-) 

(14 5) 8 - p< — 2 - ( 3 - (i?;* f;U7 $7) 7d t';V) 
- 3H-^t/U >'-4-^->'. 
(146) 8-p* < ^/l'— 2 — (5 - (vM f/V7 ^ y ) -<ls^;V) 
15. - 3H-^t/!l 

(14 7) 3 - (4 - (^^^^7^/) i/^a^^-^^-i- 

(148) 3 - (3 - (4-7* ^/V tf^^ v?^- 1 ->T /^) 7*n 
t°/l^) - 2H-^y^r/iJ^-l-^-^ 

7. (15 1) (R) —3— (2-t Fn^^-4-yf^kX7^ 

> — i — -2H-Vy^/!)y-i-t^ 

(15 2) (S) - 3- (2-t KP^f^f^-4-yf;i/t^7^-l 

25 — r/i^) -2H' — fy^y yy-i-ty, 

(15 3) 3- (3-k ^^^^^-4-^^X7^-1 — f,i.) 

-5-y^-2H-^y^;!)y-i-t^ 

(15 4) 3- (3-zr. h^^/v^- /V- 4 i^^- 1 -4 
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;v) -2H--f y^yn — 1— ^"V N 
(155) 3- o-y^tvy^y-i — f/v-) -2H-fy^/yy 

- i -^-v N 

(15 6) (S) - 3- (3-tKP ^v-^ 4 -^f;Vt^7^y- 1 

5 -2H-^ydf/yy-l-t^ 

(15 7) (R) -3- (3-fc Ku^f/l/-4-^f;V^7^>-l 

— f/i^) -2H-^ydry yy-i-^-y, 

(15 8) 3— (1 -^^vUfcT^y Vly-A — f/v) -3, 4-ytFn- 

2H--i'y^y!)y-i-ty, 

10 (15 9) 8— [2- (i?x^75y) a^V] -3H-=3r 

(16 2) 3— (3, s-^yf/vt'^yv^y-i-^/v) -2H-^y=¥ 

(16 3) 4- (4-^^/W^cc^/V) -3- (1 -^f;H?^y *?ls—4 

is — f/v) -2H--<ydfy yy-i-^-y, 

(16 4) 4— (4-^/v^-P^^=/i/) -3- (l-^f/vtxy^y- 
4 — f/v) -2H-fy^/!)y-i-ty, 

(16 5) 8-^f;>-2- (2 - f-<y vV^^vW) -3H-W!;y 

- 4-^">-, 

20 (1 6 6) 8 -^^Vl"-2- [2- (^Evl^ JJ ^— 4 — f /^) -3 

H-^t N /yy-4-ty, 

(16 7) 4- (2-^h^^^^rr/V) - 3 — ( 1 — ^ ^/Vf^'J 

4 — f^) -2H — fy^y yy-i-ty, 

(16 8) 4- (3-y^7s^;V) -3- (l-yg 1 /Vt°'<!J;/y-4 

25 — f/u) -2H — f y^f / yy-i-^y, 

(16 9) 4- (2-^f^7a=A') -3- 

— -2H--f y^y y y-i-^-y, 

(17 0) 4- (3 ^v^a^/P) -3- ( 1 ^/Ut'^V 
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4— 4 As) -2H-^y^;yy-i-ty s 

(17 3) [5- (^xf;l/J5/) ^<>^;V] -3H- 

(17 4) [4- (5?3i^->UT $ y ) - 3H-^r 

(17 5) 8-^^/1^-2- [4- (S?^W5y) T/Tvl'] -3H-^ 

10 (17 6) 8—^^/1^-2- [3- (fay^y-l-^f/i/) yntW] - 
3H-W^-4-ty, 

(17 7) 7- (1 -y^t^U i?^-4— iW) -6H-1, 6—^-7 
(17 8) 5-y^/V-3- (l-^^H^JJi^ — 4 <A") -2H- 

15 >fy*ypy-r-*y s 

(17 9) 4— 3— (1 -^^VH^y — 4 — f/V) -2H- 

y^y y ^— i — 

(18 0) 5- (^yw$/) -3- (i— ^^■/I'tr^y 4 — r 
;v) -2H-^y^;!iy-i-^ 

20 (18 1) 5-757-3- (1 -^/H^y 4->f/l') -2H- 

(18 2) 4- (2-7;^n7i-;V) -3- (1 - y f /I'tVJJ ^y- 
(18 3) 7-^oa-3- (l-yf^tXjJi;y-4 — f/V) -2H- 

25 ^fy^;!)y-i-ty, 

(18 4) 5 — t (l-yf/vt^!Jv?y-4-Y;V') -3, 

4-^tKa-2H — f y^r/ y ^- 1 -^"^ s 

(18 5) 5-^^f;V^-/-3- O-^W^/y'p^) 
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(18 6) 5-tKa^-3- (3-^f/V75 /7"otW) -2H- 
(187) 5-^ (4-i?^f/V7$/7'f/V) 

5 -2H- fy^/y V-l-4-^ N 

(18 8) 5-fcFn^>-3- (4-^W5/7f/W) -2H — f 

(18 9) 5-t Kczarix- 3- (2- (tXJJ^-l ( ,v) 3^/V) 

-2H- (y^s v^-i-*^^ 

10 (19 0) 3- (1-^^/V— 1, 2., 3, 6— 7" h7 t Kp t°P >>^-4 

— i/u) -2H — fydfyyy-i-i-y, 

(191) 3- (i — <>-^t o -<y ^>--3 — <>V) y*; y 

(19 2) 3- (1 -y^;V\?-<}) 3 — f/V) -2H-^y^r/y>' 

15 - 1 — 

(19 3) 3— (1— y^-;v—i, 2, 3, 6-rf7fc Kofc°y^y-5 

-■-T/v) -2H-<y^/!)y-i-ty, 

(19 4) 3- (3-fc Kpdf-^f/VtVy^y- i -2H-- f 

y=¥/ y i 

20 (1 9 5) 3— (4-^^/v-3-t Kt3^riy^^/Vl;^7v ? >-1 --T/l^) 

-2H — ry^;!)y-i-t^ 

(19 6) 3— (3 - t KPdfv'y J- As— 4 -7°n tVVbV^ ^>-- 1 

7i-) -2H-^y^y!)y-i-ty s 

(19 7) 3— (4 — 3 - t KP^rW ^VtVy i — ( 

25 ^) - y*y V >- 1 

(19 8) 5-yn^-3- (3-t Ko^yf^tVy-^-i-^/i,) 

- 2H-- f y=3f / yy-i 

(19 9) 5 -^0-^-3- (3-t -y ^/^t^^v^ 
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(2 0 0) 3- (4-tvy^fcXi)i;y-i-^/w) _ 2H _^y^y 

(2 0 1) 3- (3 -fc Kn^*^f/l/tf^P v^- 1->T^) -2H-> T 

(2 0 2) 3- (3- (i^;* T^) - 

(2 0 3) 3— (3-t y^/Ut^^^V- 1 - 

io (204) 3- [4- (^f^T5/) y^/v] -2H—fy^y uy- 
1 -3-^, 

(2 0 5) 5 — 7^^-0 — 3— (3-t Kw^f/I'- 4— 

i^v— -2H--fy^y r/-i-ty, 
(206) 3— (3- (v^yw^yy-f/i') tr^y v 5 ^- i — (M - 

15 2H-^y^r7 

(2 0 7) 6— (1 -^^VVtV^JJ v^-4-^f/l') -2H- 

-fy^yyy-i-^ 

(2 0 8) 7— ;*^vW-3 - (1 -^/H^y i?Z/-4 -sf/U) -2H- 

-{y^yjiy-i-ty, 

20 (2 0 9) 8-^=?Vl — 3- ( 1 - * ^vl- fc°^ V 4 /U) -2H~ 

•^ydryjy-i-ty, 

(2 10) 7—^ h^rv^^/l^^i^- 3- (1 -*fvVbT-<y v^V-4- 

-f/v) -2H-^y^/!)y-i-ty, 

(2 11) 7-fc FaSrv'- 3- (1 -^^l^tf^y v^-4 — T/^) -2 

25 H->f y^yyy-i-^yMt, 

(2 12) (S) -3— (3-t Kn^v'yf;W4-yt/H: 0 ^7v ? y-l 

— < as) -5-^f/w-2H-^y^y!;y-i-^ 

(2 13) 3- (3- (fn!/i?y-l-/f;v) t» -2H-^y^f 
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(214) 5-^nci-3- (3-t: Kt3^^^/l^-4— ^fyl/tX^i? 

-2H--fy^yyy-i-t^ 

(2 16) 3- [3- (tXy^-l — (M yafcVK) -2H-^ y^r 
5 /JJi^-l-^-^, 

(2 17) 5-tKo^-3- (3- (t'o !) 1-4 M tW) 

-2H--fy^;!)y-i-t^ 

(2 18) 5-*T/ls-3- [2- (fcT^y 1 -4 /V) ac^vv] -2 

H-4 y^r/V is— 1 — 

io (219) 3- [2- (t>^y.^-i — r^) ^<5vk) -2H — fy^y 
y ^- i -^-^ 

(2 2 0) 3- [2- (t'ny^y-l-^;!/) ^VK] — 2H--fy^y 

(2 2 1) 5 — [2- (t"n!Je;y-l-/f;P) ^^-/V] -2 

is h — fy^yyy-i-*y 4 

(2 2 2) 5 — ^^/1^—3— [3- (fcTia y i?^— 1 ( zfn tW- 1 

— — 2H-^r y^y y 1 — 

(2 2 3) 1, 5-^tKo-6- 2, 3, 6-fb7 

t Kn t°y i^>-4— T/V) tr^^a [4, 3-c] 
20 (2 2 4) N, N-v^fVl/- 3 - ( 1 -y^/VfcV<lJ v?V- 1 — OV) - 

2H- i -^y-r y^y y ^- 5-#/vjj?V9-$ Ki/4^c#Jp«b N 

(2 2 5) — 3- (^^tKo^yKy-^ — 7--f;v) -2 

H-^r y^y y 1 -$-1/3/ 

(2 2 6) 5-y^Vl--3- (^^tKn^yK'J^ — 7— </V) -2 

25 h--y y^y y ^- 1 -^w/2zKtt;bP4£k 

(2 2 7) 3- (1— ^^/VtT^P^- 1-^f/V-) -2H-i-tiryy 

y^/ y 5 -^;v#ytsti N 

(228) 5-y^yv-3- [3- (t^y-yy-i-i'/v) ynt>] - 
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2H — fy^r/!)y-l-t^ 

(2 2 9) 3- (^f/l/T$/) ^f/V-2H — fy^r/ P ^- 1 

(2 3 0) 3- [(4-^^tT'<9^-l-^^) -2H-- TV 

^.y y 1 -ty, 
5 (231) 3- (txy^yy^) -2H-^y^/yy-i-t^ 

(232) 3- i&/v&v r/v) y^wo - 2H-^y^y y ^~ 

(233) 3- [(**tr*<y s?^— 1-> <vv) y^VK) -2H-4 v 

10 (2 3 4) 3- [3- (^^t 8 -<y 1 — f/V) /otW] -2H-^ 

y^yyy-i-ty, 

(2 3 5) 3— (1 -^/wyr^-lVVfc^y i^-4-^f/v) -5-y^/w 

— 2H — < v i — ;rvi/47k#2jn^ 

(2 3 6) 3- (4-yf/V-3-^yt , ^7^-l—f;l') -5-y 

15 f;i—2H-^y=3ry !Jy-i-t>i/i 

(2 3 7) 3- (i-T^/tr^y^^-4-^^) -5-yf/V-2H- 
y=¥y v 1 -^-^ 

(2 3 8) 3- (l- (^^y^=/v7$;) t°-<y ~y^-4— f/v) 

- 5 -y ^71 — 2H — r y^r/ y 1 — 

20 ( 2 3 9 ) 3- ( 1 - f y 7;WtO 7t b 7 ? 7 !) ->y - 4 ^) - 

• 5— y^/u— 2H — f y^E-yyy-i-^y, 

(240) 3- [2- (^^yi?y-i — f/v) c^Kl -2H-- ry 
^yy^ — l— 

(241) n- ( 5 f^- 2 h- i - t*y-f y !/ X - 3 ->f /U) 
25 -2- (^yw^y) T-ty^Ks 

(243) n— (5-yf/v-2H-i-^y-<y^;jiy-3-^v) 
-3- (^w^y) ^o^y7$h\ 

(244) 3- (i-v ? yt;v7^yf'<y^y-4 — two -5-y^vw 
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-2H--/y^;yy-i-^ 

(245) n- (5-^f^-2H-i-^y^y^/'jy-3-^) 

(2 4 6) N- ( 2 H- 1 -Hr*V4 V V ^~ 3-jA>) -4- 
5 Zf^^TX h\ 

(2 4 7) 3-. (4-^/1— 2-t^ytV7i;y-l-/f;V) -2H- 

(2 4 8) 5— ^^VV-S- (1 -it^/VtTn JJ v 5 ^- 3 — f/V) -2H- 

io (249) 3- (i-;*^vh*p» !>i?^-3— -2H-^y^yyy 
— 1-3-1/ 

8. — fiS^ (I) 5-*5V^ 

20 - (CH 2 ) m -> 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n ". *fcr± 

- (CH 2 ) m -CO- (CH 2 ) n - 

£^r o R 4 tt7j<*^-r o fl'u - (CH 2 ) m -dS«^fc^i-S.) 

25 Us 
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(c) 




5 ,&mnftteW&&'£fcte~MMi'£-%^-ro 

WftCH^fclil|l|?S:*t. 
s & 1 ~ 4 <^S^C^^i" 0 
t fik 0 ~ 3 ©SBBcSr - 

io R s &tfR 5 ' filH-^fcttm^oX. -ttu-efwMKs TA"*7K t Ko^ 

15 77 ^E--f 7K TA^/l^/l^ -;k7 5 7 ^fcteTIBsfc ( f ) 

J w r' 

Y ' 

20 W ttCH, ^Sjf^^fcliSfe^^^r^i-. 
t ' 1 ~ 3 <DSI^5r^-r o 
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R 8 te7k*$r^-r o )) 

9. — Jtt^C; (I) i-^T. 

iAr rs^ v-e tc\trr ^*7*~ft)\ $> s vm* tr v t° 

15 - (CH 2 ) m -> 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -s Hcfctt 

- (CH 2 ) m -CO- (CH 2 ) n - 

^i- 0 R 4 ^7Km^^-To <&U - (CH 2 ) B -^fl«i:»^t-5.) 
20 R X *5J:^R 2 ^^I— tfcttiiftot, -taverukSI, T/v^/K 

7;Vn^^ tKP^, 7 5>\ i^T/H^T 5. / , tf/VJj^v', N, N 

~ (c) £r^i~ 



25 




30 



WO 02/094790 



PCT/JP02/04995 



wri c h * it tem.mm^%7F-t 0 

s Wc 1 ~ 4 ©g8c&3*-t\ 
5 t fit 0 ~ 3 £>»c£r^i- 0 
u f± 1 ~ 3 (DWUL^TF-to 

>p*=/i/7$ /^fcfiTIB^ (f) Sr^i". 

(f) R B 



15 (SS'K Y' teliulBYi:|1f)^T'£>5 0 

t ' « 1 ~ 3 (DMWt&Tfffo 

20 ^trt^-etSo 

R 8 «7Rm^r^i-J) ; 

fiU X^^^SlS^Sr^i-^^ R«±fS:£ (b) £r^-f 
25 rt^mt-TSJilBl. ©i^fnlM, -t©3fc^?Sttflc> -e*bfc 
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10. (1) 5-*5^-3- (4-^/V^7^y-l- 
;V) -2H-'fy*>T/-l-^ 

(2) 3 _ o-^^W^/tfo!?^^-!-^^ _2H 

5 -^y^/D^-i-t'/s 

(3) 3 - (4-^^W^^y^^-l-^ ;V ) _2H 

-^y^; y ^- i -^-^> 

(4) 3 _ ( 3 _ t F a ^ ^ f ;v - 4 - ^ f ^ 7 ^- 1 

- -OV) - 2H--fy^ / y ^ - 1 ~ ^ > 
L0 (7) 3 _ ( 4 -^p ¥;v\?^=7 i?-y- 1 /V) -2H--<y 

ap- / y ^— i — ^-^s 

(8) 3- (4 -7 * y^/V* = /V^?^^- 1 W') ~ 2 

h--< y^y y ^ - i 

(9 ) 3 _ ( 4 _ ac: > = ^ i?^- l.-W ^) - 

15 2H-^y^yy>--i-^" ;/ ^ 

(10) 3 - (4-7 fcT^9 — 1 — W AO - 2 H — 

y y y i -^->-s 

(id 5-y^yv-3- (4-y^v^t°^9^>--i — fAO ~ 2H 
— f y =3r7 y ^— i — ^"^s 

20 (12) 5-7^^-3- (4-^W5/tV9^y-l 

- >f ao - 2H-^fy^/r/-i-^^^ 

(13) 3 - ( 3 - y t/vr _ 5 
- y ^ a- 2H-^y=3r / y ^ - i - * >^ 

(14 ) 5-^^/1^-3- (4-^*5/) - 2H-^y^y 

25 

(17) 3 - (4-t Kn^v/t'^'j^y - 1 --^ ^) - 5- 7 

f^-2H-^y a r/ , J^-l-^' y > 

(18) 5-n^^-3-(4-^f/V^r^-l-^ 1 ') 
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(19) 5-t (4-^f;VtV7e/y - 1 — ^ 

;v) - 2H-^y^;yy-i-ty, 

(20) 5 - - 3 - (4-7* If ^9 v 5 ^ - 1 — ^ /V) 

(2 1) 5-^ap-3 - ( 4 - f;v-t'^7 v 5 ^- 1 ^) 

— 2 H - ^ y / !) ^ - 1 - * is , 

(2 2) 5-/P^-3- ( 4 - ^ ^ ;V t° 7 5? Is - 1 — -f A") 

— 2 h - y y y v - 1 — ^ x 

10 (23) 8-^no-3 - (4-yf;l't , ^7^>'-l-^^) 

-2H-^y^; y v - i — Hr is „ 

(2 4) 7-y^/l^-3- (.4-^^/Ut:^<yis>- — 2H — ( 

y*?s v is- 1 

(25) 7-y s u^e-3 - (4-yf;H^'<7v ? ^-l-^^) 

15 -2H-^y^y yy-i-ty, 

(2 8) 5 - -7?vHr c — 3 - (4-^^f;VT^;^^!)^y- 

l-^T/v) - 2H-^y^y py-i-ty, 
(2 9) — 3 - (4-^yf^r^/t^yv?y-i 

— -f/u) — 2H — 4 y *t J V is — 1 — $r Is „ 

20 (30) 6-^np-3 - (4-yf^f^7^>-l-'f^) 

-2H-^yafy jjy-i-ty, 

(3 1) 7-7/0^-3 - (4--y^f;V7^;tvij-7y-i 

--Y^) - 2H-^y^;r/-i-t>, 

(3 2) 5-^a^--3 - ( 4 - y f- )VT ^ / fc 0 ^ P is Is - 1 

25 -^ao - 2H-^y^;!)y-i-ty, 

(3 3) 5 ^ 7 /I-- & u — 3- (4- (2 — t Ko^v-if ;U) fc° 
v 5 ^- 1 A-) - 2 H-4 y I) ^- 1 -stls, 

(3 4) 6-y^/v— 3- (4 - y-^;vt°^7 v^y - l - 
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-2H--'fy a r/y> / -i-^^. 

(35) 3 - (4 - (2-tFP 3? As) t v 7^^- 1 - 

(3 6) 8 3 - (4 f;Vt^.7 1 ->f A') 

5 - 2 H--r y ^ y y y- i -a-^ 

(3 7) 7-^0^-3- (4- t^-^y-l 

-^7V) -2H — fy^/r/-i-ty> 

(3 8) 3 - ( 4 - y f/l/t^y^V - 1 ~-f ^V) - 5-=ft2- 
10 (39) 5-7^-3- (4»^f/l/W^-l-^) "ZH-'f 

y^y y y- 1 — ;*-y ujcfcHw*^ 

(4 1) 3- [4- (2-t f^7^>--l- 

^ /V ] _ s - y ^-/v - 2 h — /f y^;y^-i-*^ 

(4 3) 3- [4- (2-t KP^^f/V') f-i^-y^- 1 ~ 

(6 2) 3- {4- [2- (tv<jj-y^-i— iw) rc^vi/] e-^-yv- 
i-xf/v) -2H-^y^;r/-i-^ 

(6 3) 3 - { 4 - [3 - (^^^y-l-f^) 7"° tVl-] 
9 V s y - 1 - /W - 2H-4 y*r/ V f ~ 1 ~ * ^ - 

20 (6 5) 3 - { 4- [4 - (t^'j^y- i y^/v] tr 

=r ^ V - 1 - A } -2H--f y^r/^-l-t^^ 
(6 6) 3 - { 4 - C5 - (^yv?y-l-^f^) 

^v- i ->f M - 2H-^y^/'^-i-^ ;/ ^ 
(6 9) 5-y^-3-[4- (4-^*<;y) e^y^y-i-^] 
25 -2H-^y= J f;!)>'-i-^ 

(70) 5 - y 3 - { 4 - c 2 - (t°-<y >?y- 1 --f 

f -<^yy- 1 M - 2H-f^/D>'-i-* 
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(71) 5 — * ^/v- 3 - { 4 - c 3 - ( tr~t y.-^v- 1 — w ^) 
r/ntvv] ^v- i --f /W - 2H-^fy^;!Jy-i- 

(72) 5-7* - 3- {4 - [5 - (^^P^y-l-f/V) 

(73) 5 - * T/V- 3 - { 4 - [ 4 - ( y i^y - 1 - 

10 (7 4) 5-7^^/^-3- {4 - [4 - (4-*^*!);) 
/V] y — 1 --f /W — — 4 y *r / V 1— 

(7 5) 5-^^7V-3- (4- (4- ( 4 —7* ^^t°^7 ^> 

-i-w^) ^^/v) ^>-- 1 --r a-) - 2H--C y^f/ 

{ 4 - [ 4 - ( tf V 1 7V) 

/W - 2H-^fy^;'jy-i-* 
{ 4 - [ 4 - (t^y 

<< As) — 2H'—4 S S S V is — 1 
{4 - [4 - ( fc°"< ]) — 1 — -Y /V) 

-r/i-} - 2H-^y^; yy-i-t 

{4 - [4 - (4-*^*yy) :/ ^ 
25 /i-] f^y^y - 1 - - 2H-^y*;jy-i-*^s 
(si) 3 - ( t° ^ y ^ - 4 - - 2H-^y^; yy- 

(82) 3- -2H — fy^y 



15 (76) 7-/13^-3- 

(77) 5 — ^aa-3- 
^/V] tVyi/y- 1 - 

20 

(78) 5-^a^-3- 
l/^/V] f^7^y~ 1 - 

(80) 5 — 
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1 -^-^1/57K#JP^ 

(83) 3 - ( ( 4 - y f-A" 1 /»") — 

(9 0) 3- (3- /P^/W -5->f;V 

(9 3) 3- ( tT^< y — 4 AO - 5-^f/V-2H->f 

ydf/ !) y- l - tyltlN 

(9 5) 5-?na-3- (1-^ W^y^-4-<;V) -2H— f 

y=¥/ y y- 1 — 

10 (9 7) 4 -7* =^-3- (f^-9Vy-4-^;W -2H- 

(9 8) 3- (i-^f;vt°^!Ji?y-4-^;v) -4-7*= 
/X/ _2H — y ^ y y y - 1 - y 1 / 5 * #j&n «j n 

(99) 4 - (4-^^V7x-yV) - 3- (l-y^A^tf^ 

15 y s?^- 4 /v) - 2H--fy^/!)^-i-t^, 

(100) 4- (4-^007x^;H - 3- (1-^ 

y yy-4--f /v) - 2H--ry^y y y - 1 - ^ ^ * 
(io6) 5 - y/v^n - 3 - d-^f/vf^y ^y-4-y 
/i/) - 2H-^y= 3 r/y>'-i-^-y. 

20 ( 1 0 7 ) 5 -*h*5'-3- (l-^f/V^^y^y-4-^f 

/v) - 2H--fy= 3 ryyy-i-^">'> 
(108) 5-tFn^v-3 - ( i - y ^ a- y y y - 4 - 
-f/v) - 2H-^y^f/!i^-i-ty, 

(110) 5- (4-^W^7v J ^-l — fA") -6H-fx; [2, 
25 3 - c] t°y ^^-7-^"^ 

(112) 6- (4 — y^VWtf^v'y- 1 — f/V) -5H-fxy [3, 
2-c] t°y i^y- 

(114) 3- (4-yf;^7^y-i-'f;i') -2H-- <yX [f ] 
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(115) 3- (4-^^7 5/ 1 — i /V) -2H-^y 

x [ f ] -f y^y y 1 -^-^ N 

(1 1 6) 3- (4-^^/H: 0 '<7v J >-l-^^) -2H-^X [h] 
(117) 3- / tr^P 1 —f /V) -2H — <^ 

x [h] -r y *y v y- i -^-v N 

(120) 8 - y 2 - (t?-<y v^-4 — r*o -3H-w;y 

10 (12 1) 2- (l-^f/H^'<!J^y-4-'</V) - 8 - y ^" 
/V— 3H-^t > /!Ji'-4- ^-^ N 

(123) 8-yb=^->-2- (1-y ^JV fc^ y v? ;/ - 4 - 
/V) - 3H-^t/!)y-4-tV, 
(13 7) 8-y^/V-2 - (4-^^f;V7 5/i/^n^^t 
15 ^-l--^/^) - 3H-^t > /!)y-4-t>', 

(138) 2 — (l-7f t*i/^o [2. 2. 2] ^-^^^-3 

(139) 2 - ( ( 1 - T if If iX y P [2. 2. 2]^-^^^- 
3 -4 As) ? Tsls) - 8->f^-3H-*t , /3 ^ - 4 — ^ 

20 ( 1 4 4 ) 8 -y^/V-— 2— (2- ^^/V) 

-3H-^t/yy-4-ty, 

(14 5) 8 - y <3->V- 2 - ( 3 - (i?y f>7 /n kVV) 

-3H-^rtyy 4-*y, 

(14 6) 8 - y ^/U— 2 - (5 - (i^y^yVT^y) -O'^/l^) 

25 .-3H-^rtyy 

(14 7) 3- (4- (^>f^7 5 7) 13^^-9-^-1- 
(14 8) 3— (3- /Hf^^^V- 1 
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11. (151) (R) -3- (2-t 
(15 2) (S) -3- (2-t Fa^f/V-4-^f/l't t '<7^-l 
(153 ) 3 _ ( 3 -t ptiafv'^^/V-4-^5 L /Vt°^-^y-l — fAO 

— 5 -y^-yv— 2H--f y^r/ y ^— l — 

10 (15 4) 3- (3 -^b ^^^#=71—4-/^^7^^-1— T 

-i-^-y N 

(15 6) (S) -3- ( 3 - t Fo 4 - y f^tX7 -^y- 1 

15 -^f;V) -2H— f y^/PV-l-^A 

(157) (R) - 3- (3-tFP^^-4-^^t^7^y-l 

f;W) -2H-^y d r/y>'-l-^A 

(158) 3 _ (i_^^t°^'J v?^-4— </V) -3, 4-v?kFP- 

2 n-4 y>y y 1 

20 (1 5 9) 8-y^-2- [2- ^?VK] -3H-* 

tVl V-4— ^"^s 
(16 2) 3- (3, 5-' ^^^9^-1"^^) -2H-^yap 

y y ix- l -^y. 

(16 3) 4- (4-y^/vy^^) -3- (i-^w-ijj^y-4 

25 — T/V) -2H->fWJV-l-t^ 

(16 4) 4- (4-7^0 7*^) -3- (1-^W^'^7>- 

4— f/v) -2H-^y^;y^-i-^ 

(16 5) 8-y^/V~2- (2-t'^y SV^TyV) -3H-WJV 
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(16 6) 8 — y T/V— 2 - [2- (^/U^V 4 ->f /V) ^fVV] - 3 
(16 7) 4- (2 -y h^ri/^^^/V) -3- (l-^f^^P^- 

5 4--</v)-2H — fy^/yy-i-^y, 

(16 8) 4- (3 -y^/K^—A-) -3- (1 -y^fc°-<y 4 

— r/i^) -2H — r y^y y 1 

(16 9) 4- (2 — *?~As~7ai^M -3- (1 — y^/Hf^JJ i?^— 4 

--Y/1-) -2H — r y^r/ y ^- i-^-^s 

10 (17 0) 4- (3 -y f^7s=/P) -3- (l-^f;Vt°^Pv?y- 

4— f/v) -2H-^y^;i)y-i-tys 

(17 1) 5-^f^f;^>-3- (1 -y^vwtr^y .^v-4- 
-f/v) -2H — r y=£y y i 

(17 3) 8— y^vW-2- [5- (i?xf;W7$;) ^V^Vl/] -3H- 

15 se-rwis— 4-^-^ % 

(17 5) 8-y^/V-2- [4- (^f;V7^;)-^] -3H-^r 
(17 6) 8— y^vV-2- [3- (tfP!Ji>y- 1 — f/v) T'PtVV] - 
20 (1 7 7) 7— (l-^W^^y-4-'f;l') -6H-1, 6-^-7 

g^y ^ — 5-^-^1 /\ ofcmm. 

(17 8) 5-y5vV-3- (l-y^/Vk^y v^^-4 — OW-) -2H- 
(17 9) 4-y^/V-3- (1 -y f/Vt^!) v^-4— Y/1-) -2H- 

25 ^ y=¥/ y ^- i 

(18 0) 5- (v>y ijvkt 5; / ) -3- (i -y^vvt^y ^x-4--r 
/i-) - 2 H—f y=ar/ y ^— i -^-v N 

(i8i) 5-r^y-3- (i -y ^vt°-<y — 4-^) -2H- 

39 



WO 02/094790 



PCT/JP02/04995 



4 y 

(18 2) 4- (2-7/^P7x=;V) -3- ( 1 -y 9vVt°^y 

(18 3) 7-^nu-3- (1-^ W^Ui^-^— f;V) -2H- 

5 ^y^yy-i-t^ 

(1 8 4) 5 -fc — f/V) -3, 
4-v>t Ko- 2 H — f ~^->s 
(185) 5-y Y**S**f-7V0r*i-*s- 3- (3-^W$;^p^) 

10 (186) 5-tKP^V-3- O-^W^/yP^) -2H- 

(18 7) 5-^< h^rv-^^/^^^- 3- (4-v?^W5/^) 

- 2H--r y^y y ^- 1 -^-^> 

(18 8) 5-tKo^-3- (4— v 5 ^ / r/^vV) -2H-- f 

15 y=^y y ^— i — 

(18 9) 5-tKP^-3- (2- (^Pv?y-l-f/V) 

- 2H--f y^y y >- 1 

(19 0) 3- 2, 3, 6-Th7tKPf'J^-4 

-- r/v) -2H-^y^f7!)^-i-ty, 
20 (i9i) 3- (i o-e^t^y e?y-3-^ cao -2H-- - ry^/y 
i — ^-^ s 

(19 2) 3- (i -y-?yvtv<y ^v-s-^/v) - 2H--fy^yyv 
-i-^-^x 

(19 3) 3- (1-y^/V—l, 2, 3, 6 -7 s " 
25 — -2H-- fy^/D^-l-t^ 

(19 4) 3- (3-t Ko*Wf^^7^- 1 — -f^) -2H-' f 

y^y y v- 1 — ;*->\ 

(19 5) 3- (4 - xf ;V - 3 - t ^r->^ f^t^7^y- 1 ^) 
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(196) 3- (3 -t Ko^f/U- 4-^0 tW-t 0 ^^^^- 1 — -f 

/v) -2H-^y^/yy-i-t^ 

(19 7) 3- (4 — <y^l/- 3 - 1 Ko f /Hf-i?^^- 1 ->f 

5 ;v) -2H-^fy^/";y-i-^ 

(19 8) 5 -zfv^- 3 - (3-fc Ko^^f ^t'^7^y- 1 -^/W) 

-2H — fy^;r/-i-t^ 

(19 9) 5-^P^-3- (3-t Kt3^v^7t^/k-4-^^Vt: 0 ^<7^ 

y-i-^^) -2H-^y^7!iy-i-t^ 

10 (2 0 0) 3- (4 -tf^P vV \fy<V 1 -2H— ' fy^7 

y>--i-3-^ 

(2 0 1) 3- (3 - t KP^r^f;l/t^!J ^y- 1 -f ;V) -2H--T 

y^y y y- 1 —z-zs^ 

(2 0 2) 3- (3- (^^V#yW<^^) t°^y 1 — -ov) - 

15 2H--i'ydry yy-i-ty, 

(203) 3- (3-t Ko^yy^-4--Yy^;n;^7^ — l- 
>i fv) - 2H-- r y ^y y y- 1 -ty . 

(204) 3- [4- (^w^) ^^/^] -2H — ry^yy^- 

1 —Oris* 

20 (2 0 5) 5-7^#ti-3- (3 — t >*P^^f/V- 4 -pl^/^tr^7 

5?y-i-^/i/) -2H-^fy^;yy-i-ty 

(206) 3- (3- (yyw^yyf/v) tv^ys^ — 1— > f^) - 
2H-y y^-y yy-i-^-y, 

(207) 6-y^^-3- (i-yf/vt^yyy-4-^/i-) -2H- 
25 -fy^yy-i-ty 

(208) 7-y^vi^- 3- (i-y^/i^t°^y v^^-4-^r/u) -2H- 
-f y^y !)y-i -^y 

(209) 8-y^^-3- d-yw^y^ — 4-4 M -2H- 
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(210) 7 - y h 3 - ( 1 ^A-t^ y 4 - 

(2 11) 7-tKn^i/-3- (l-^^Vt^y T^) -2 

5 h— - r y^y y >— 1 — 

(212) (S) -3- (3-t KD Wf;V-4-^f^tX7i?y-l 

— -f/v) -5-^f^-2H-^y#;!'v-i-ty, 

(2 13) 3- (3- (t°n y ^>--l— f/V) ^tr/l^) -2H— ry^r 

/ y y- 1 -^-^n 

10 (214) 5-^pp-3- (3-t Kn^f^-^-^^t^y^ 
(2 16) 3- [3- (tf^y <M T'ntVV] -2H-^y^f 

;yy-i — 

(2 17) 5-kFn^-3- (3- (Vf o P 1 — ^tW) 

15 -2H-/fWyy-l-* , A 

(218) 5-y^/v-3- [2- (tr^y e^-: i -2 
h— ^y^y y ^- i-^-^s 

(219) 3- [2- (txy v^-i -^r/v) -2H— fy^r/ 
• y 1 -3-^ 

20 (220) 3- [2- (fopi?y-i-'f;v) ^fvv] -2H->fy^/ 
y 1 

(2 2 1) 5-y^/V-3- [2- (faP^-W^) a^A-] -2 

H-^y^yjy-i-t^ 

(222) 5-y^/v-3- [3- (tay^y-i-^/v) ^atw-i 
25 — f;v] -2H-^y^!)y-i-^ 

(2 2 3) 1, 5-i?tKB-6- (1-y^-l, 2, 3, 6 — r h 7 

— f/w) tf7/o C4, 3-c] t p y^v-4-^-v % 

(2 2 4) N, N-^y^-3- (l-yf;vtvi)i?y-l-^f;i,) - 
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2H- 1 -^y^y^; y ^— 5— */usa?^-9-5 k 1 / 4 ;jc#jD4&s 

(2 2 5) 5-y^/V-3- -2 

TrL—4 y y y ^- 1 -$-^3/4fomm. 

(2 2 6) 5-y^vV-3- -2 

5 h— fy*s v >- 1 -^->-i/27K#^n^ 

(2 2 7) 3- (l-^f;VtVtji/y-i-^,v) -2H-l-tW 

y^y y 5 — ^/^^gfeigBftts^ 

(2 2 8) 5-y5vV-3- [3- (tf^y^-i — |W) ^ntvv] - 
2H--{y^;!Jy-i-ty 

10 (2 2 9) 3- (^^/V7$y) y — 2H — i V^r/ V 1 —frf* 

(230) 3- cu-y^^t"^^- 1 — y?VK] -2H — ry 
^y y ^- i 

(2 3i) 3- (t^y^y^f/b) -2H--fydf/!;y-i-^y, 
(232) 3- [(^v*y 1— f;v) y^vi/| -2H — f y^y y^- 

15 1 — 

(2 3 3) 3- [(^tviji/y-i-^/v) y^vv] -2H-^y^/!) 

^- 1 -^-^ N 

(2 3 4) 3- [3- (xJ^etT^y — 1 — </V) tV^] — 2H— f 

20 (2 3 5) 3- (1 -^77^^^!) 4->f/V) -5-y^vV 

- 2H--r y^y.y 1 -y->-i/47K#jp#) % 

(2 3 6) 3- (4 - ^f^- 3 -i"^y f^7^>- 1 -^^) -5-y 

gvi — 2 H—r y^y y 1 1/1 o^fl-fln^ 

(2 3 7) 3- (1 — T5: y f-<y v^-4 — < IV) -5-^f/l/-2H- 

25 -fy^yyy-i-ty 

(2 3 8) 3- (1- (y^y7;V*^/V7$7) t°-<y v^-4-^lW) 

- 5 -y ^vv— 2 H--r y^y y ^- 1 — 
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25 v 5 ^- i - 2 h--t y =¥7 y 1 «tu* 
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R 5 R 5 ' & ID— * fc J*^ o T „ -t tFa^ VT/Vdr A-Sr^o 

2 2. (1) 5-^^/V-3- (4-^f;^7> 5 y-l-^^) -2 
25 2 3. _b!31. *^2 2. (O^MAZ^mom^^T^W^^ 



50 



WO 02/094790 



PCT/JP02/04995 



2 4 . ( I ) 



5 ^^^^-^^fc^-S^^^^-To 

10 Yte 



- (CH 2 ) 


m 






- (CH 2 ) 


ID 


N CR 4 ) -CO- 


(CH 2 ) 


- (CH 2 ) 


m 


CO -N (R 4 ) - 


(CH 2 ) n -. 


- (CH 2 ) 


m 


CO — O- (CH 2 ) 


n N 


- (CH 2 ) 


m 


O-CO- (CH 2 ) 


n x 


- (CH 2 ) 


m • 


O- (CH 2 ) n - N 




- (CH 2 ) 


m 


CO- (CH 2 ) n - 





sr^-r. R 4 «7K^*/c^T/v^^^i- 0 {au - (ch 2 ) m —t>mmtffi 
20 -g-r-sj 




(I) 



51 



WO 02/094790 



PCT/JP02/04995 



y / feSv^iTfB^: (a) ~ (e) ^r^-To 



Wtt C H 3: teMsflSC^- £r^i~ e 
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:l3,J;tf/£;fcW:t&a8S. 

2 5 . — jRsfc ( I ) 



53 



WO 02/094790 PCT/JP02/04995 



O 




(I) 



- (CH 2 ) m > 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -s 
10 - (CH 2 ) ro -CO-N (R 4 ) - (CH 2 ) 
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W}* C H * fc ^r^-To 
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5 t' « 1 — 3 ©SESfcfc*iH% 
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l-t^vV. 4-^y/tfe»4- (2-t 

/K 7^3^^ ahT^/K tKP**A T^y, ??7^W5;, 
15 -i^n, t/7A 7'^, ^X/K #>w<^/K N-T/V 
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64 



tVO 02/094790 



PCT/JP02/04995 



(11) jfr/Htf*^ 
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m^f^^T^^^^T/^A-^-yChV . TAs=**Z/35&XfiTAs3f-j}stt 

^Mti, w>m (3) *5it^ (2) tmm-e&y. mz.it * h^^f-^ 
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25 i^^^5 7;v^^*-;n?fc !) , ^ y^;v*-/v^^ bV\ 

T A3rA*A*;^AT LTte, B&IET A3- A* A^—Ai: T 5 / frh 

Ml&£ftZ> XA^rA^A* — AT $ / 9 . M^fi\ * f^^/^=^7 



67 



WO 02/094790 PCT/JP02/04995 



t LtttR 1 icsm t wimco h <D*m\-f% - £ z>°tv -ast 

5 t Ko^i/7;^tb-Cftt Fn^i/^f/K 2- 

fc Fo^^f/K 3-fc Fn^v^efcVK 2-tKa^-2-^f^- 

15 

(I). 



o 




(I) 



r ttx^-tf yf, wit fctt^f Wi^*t» 

- (CH 2 ) m -, 
25 - (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) B - N 



68 



WO 02/094790 



PCT/JP02/04995 



- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) n ~. 

- (CH 2 ) m -CO-0- (CH 2 ) n -. 

- (CH 2 ) m -0-CO- (CH 2 ) 

- (CH 2 ) m -0- (CH 2 ) n - N &tc}± 
5 - (CH 2 ) m -CO- (CH 2 ) n - 
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- (CH 2 ) m ~0- (CH 2 ) n - 

^i- 0 R 4 &7km-£tcnT/i'*^%^-f a {au - (ch 2 ) m -*mmk-m 

TVV^v-s ^tzT/l^/K tFn^v\ ^T/l^/VT 5; 7 , 

15 s ^ l~4<£>»c ; i:^1-^ 

^o, (1) YdS- (CH 2 ) m - (m=0) ^R^4-^f;^ 

^^-i-^/K l-t^y^y. /^7c«4- (2-t 

Kn^^^/v-) f^^^-i— r/v^-rt^a-, r 1 ^^^^ 

20 A\ TA^^s ^oT/^/K tFu^X T^/s ^T/vap/KT^/. . 
-fn % i/TS, ^A-^-iA ^^^/K tf/W**^ A\ N-7W 

25 T^-T^^U (2) Xd^tlH^^U J^OY«5- (CH 2 ) m ~ (m = 
0) ^i-^-S-. R«« (b) ~ (d) tl^Sr^ U Z«CH^U 

( 3 ) ±!B5£ ( a ) 36$ tr-<9 V^&^-rm^ R 6 « t F c 3r->T/i-3vv£r^ 
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[2] X^T/l^/K «#l£&^bTV^TfcJ:V^#i^ig«£^;fcfitt 

[ 3 ] R 1 ;5Vn£i T/l^/K T^n 3ci/^ /np X/l^/K t Kp^K 
;K jfr/W^WVK N — T^^/V^/W^^/K N, N- i^TA-^VVyj/w^ 

io R*#**&3^b£*fe ^tt^ 0 

^*UV^^xo^^i:b-C N m%.&. (I) *\ 

x as tvv"3evh§: ft fcig&SSr^ ttfciv^x m £ tux u J: 

- (CH 2 ) m - s 

- (CH») m ~N (R 4 ) -CO- (CH a ) Jcfcte 

- (CH 2 ) m -CO- (CH 2 ) n - 

20 (5fctf» % m^t^n^l^l— ^/cte^&o-C, *:*V?*bO 1 ~ 1 0 tf>g$C 

Sr^i-o R 4 ^7Km^-r 0 *au - (CH 2 ) m -^^fc^-S-f-5 0 ) ^ 
25 a s VT/s *>\ N, N — i^T/V^/V-^/W^^r/K T/V^/V-^^ 

R*5i^T/w^v-T5 fesv^i_hfB^: ( a ) 

~ (d) 
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s ^i~4^fc$r^-r o 
5 u 1 ~ 3 c^m^C^r^-To 

10 T^^/V^/^^K tKoari/, 7 1 J-^7;v^K 

. 7 TW^/V^/V/fr— /V7 5 7 £fcte_hfB5£ (f) 

15 t' ^l~3©I|[^to 

20 R 8 ^7K^^-Tc)) £^<blN^W<b*u 

cb] «gi5^TO-a-^fc»-s^%^b, 

lAr^y-ifyi, ^ytf^t-y^V, fyy-^it) 5 

- (CH 2 ) m -. 
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- (CH 2 ) m ~N (R 4 ) -CO- (CH 2 ) n ~. ~£TctZ 

- (CH 2 ) ffi -CO- (CH 2 ) n - 

^i- 0 R 4 ^7X*^^-t- 0 {IU - (ch 2 ) m -l>mmk1f$'grtZ>o) 

10 ~ (d) 

s 2* 1 ~ 4 0>gE$c<£:^-t- o 

t 2* 0 ~ 3 WSi§C^^i- e 
15 u # 1 ~ 3 <7)S^C^^-f- 0 

R 6 ^7X^s 7^7, v/7/1'^^7 5 7 N 77i"¥/K X/i^ =*r /K 
20 T7V-^/^/i/^— /k 7^7?;, t Kd=¥v^ 7!J-;i'7;^;K -^/v- 
TA^l^Vtfc^/VT ^ y *fc fi_L|B^ (f) 
Y* ^itulBY t^itfe5„ 

25 t ' & 1 ~ 3 ©ll^^t. 
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R 8 ^zkSf£^1- 0 )) ; 

' flu x«f&*W> Rtt-hiaa; (b) fc^tftW^off* 

10 - (CH 2 ) m -. 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) a -. 

- (CH 2 ) .-CO- (CH 2 ) n - 

Sra*i\ R 4 ^7km^-ro flU - (CH 2 ) .-^WSfc^i-S.) ^ 

15 

R 1 ^ J:^R 2 ^-^7cf«^oT. «S::ft-e*uK#. /^^^ T/v^/K 

20 (c) 

WIS CHSfc te^HM^- ^^"t*o 

s f* l ~ 4 cofip:^ ^i" 0 
t»o~3 (^^ife^^i-o 

25 u ft 1 ~ 3 0>36^5:S*i"o 
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77^ /K 77l"¥/W* yu*=^T 5 / n iifB^ ( f ) 
(5S<t\ y' teliufEY£I^Sg-T?£>5 0 
5 Z' tt^JS^&^i-o 

t' H: 1 ~ 3 (Dmk&^-to 
CD]. j{Mft»$m¥^*fctt— 

xftAP^Vx 7;v^v*JJ:U t 7/v='ari/!5^*5^J; 9Mfc£ft<5Bi&^ 
Yte 

20 - (CH 2 ) 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) 

- (CH 2 ) m -CO- (CH 2 ) n ~ 

^i-„ R 4 ^7K^^i- 0 IIU ~ (CH 2 ) 5.) «r*U 

- ^7;i/^;i'* ;w^/f fc 147/1/ = ">7/i' ;3 r /V^^r v'Sr^ L N 
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~ ( C ) 

W\Z C H * It. }Zmm^ Sr^-fo 
s « 1 ~ 4 (DWk&^o 
5 t 0 ~ 3 (DWMt&TF-to 
u « 1 ~ 3 (OmWu^^-To 

y -^fcfiJiiB^: (f) 

15 W liCH, ^m^^fcfi^«^^^-To 

t ' 1 ~ 3 Olt^/Tto 

20 &L&V\ 

R 8 «7jtSf ?r^i- 0 ) ) ^^-T ; 
<B.U XASffiSHS^SrSH"^. R{*JrfB^ (b) &^fb-a*as#*U< , 

[e] mss-e^^u 

25 SlAr dS^^^HSr^U 

X *siKftS«r^" LT%iv^7x =/vt?S&$ ttT v >t % 

YdS- (CH 2 ) m - mf^O^fcttl-l 0©Sfc£r^1") 
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R^^7/^/V7$/^f^ $>2>V^_hfB5£ (a) 3;7cte (b) 
t flS 0 — 3 (D^WtfrtFi-o 

io [f] ,Mi$#as-a^&^u 

15 (CH 2 ) m - (5£cK m^O^fcf* 1 ~ 3 GO^^^T) Sr^U 

R # ^7/V^/V7 ^ S , _bia^ C a ) 

20 t ^ i ^ f c fi 2 f0^^[^r^i- o 

R 5 riSfc Kt3^v'T^=3r/W^b s R 5 ' «7K*5r^-T 0 

*7cte_klB5£ (b) 

25 Wd^^jE^-^^r^i- 0 
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(1) 5-^^/V-3- (4-^^t°^y-^^- 1 fA-) -2H-- <y 

(2) 3- o-^^f^r^^oy^y-i-^^) -2H 

5 --f y ^ y y i — 

O) 3- ( 4 - v?y f;v7 / tr^ y i --f/v) -2h 

( 4 ) 3 _ ( 3 _ t ]jp afi/^ ^/V- 4 — y f A'lf^^^y- i 
10 (7 ) 3 _ (4-/ptf/V^'<7i?V-l-^^) "2H-^y 

H-^y^r/ y i - ^-v. 
is 2H--f y^;^- i — * ^ * 

(10) 3 - (4-^f;l'* : tt^7^ , /-l-^/l') — 2H- 
(11) 5-/f;W3-. (4-/ W^^^z-l-^^) -2H 

— r y^e-y y i 

20 (12) 5-y^/V-3- (4-t?^^T5;^»^^-l 

-h'/v) - 2H-^y= 3 r/y>'-i-^> / > 

(13) 3 - ( 3 - -s? y f;v7 ^ y t° ci y v - l - -f ^) - 5 
-y^/w-2H--i'y :3 r / y v - i - >^ 

(14) 5 - y f-/^- 3 - - 2H-^y^f/ 

25 y ^ - i — > n 

(17) 3 - (4-t Kp^ytvi;i?y-i-^/v) - 5- y 

f;i/-2H-^y^f / y >- - i - ^ ^ > 

( 1 8 ) 5 - y h 3 - (4 -y f^^7 ^v- 1 
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- 2 h - 4 y y v -y - i - yr is N 

(19) 5 -t'h'B^V- 3 — (4-^f/Wf'<7^>'-l-'f 

(20) 5 - 7A-;$-n - 3 - (4—7* ^/V fc°^<7 i? V - 1 — -f /P) 

(21) 5-^op-3 - (4-^f/Hf^7^y-l-^^) 

- 2 h - >r y * y v > - i - > s 

(22) 5-^13^-3 - ( 4 - y T-SU fc°^7 v 5 ^- 1 — >f A*) 

- y * y ]) >- i — tiry^ 

10 (23) 8-7 nn— 3— ( 4 - p< ^/U fc"^ 7 5? > ~ 1 — As) 
(2 4) 7 —y f-JV— 3 - (4-^/^X7^-1-^^) -2H-^f 
(2 5) 7 - 7° ^ - 3 - ( 4 - y ^-/Ut°^<7 i?y - 1 - 4 /U) 

15 -2H-^fy^;p.y-i-ty^ 

(2 8) 5-7^^*13-3- (4-^f/V7^^F^y- 
(2 9) 5-^on-3 - (4-^^f/V7^;tVi)i/y-i 

--r^) - 2H-^y^;'jy-i-ty, 

20 ( 30 ) 6 — y V V - 3 - (4-^f/Vt'^7^y-l-'f/l') 

- 2 h - y y 3- y ]) > - 1 - yr y s 

(31) 7-^0^-3 - (4-y^f/v7vn'^^^y-i 
-^f^) - 2H-^y^f/!Jy-i-ty, 

(32) 5-7^0^-3 - /ur ? / f^y ^y- 1 
25 -^r^v) -2H-^y^;!)y-i-ty, 

(3 3) 5 — 7/V^-a-3- (4— (2-t F'D^f^xf yv) t" 

^7^y-i-^^) - 2H->f y^f / py-i-*y> 

(3 4) 6-yT/^-S- (4 — ^ f/vk'^7 v 5 ^- l --Ov) 
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(3 5) 3- (4- t°-<^ 1 - 

(3 6) 8-^^/1^-3- ( 4 ^7Vt°-<7 V- 1 -'fA') 

5 -^H-o^yy^-i-t^ 

(3 7) 7 -^P^e- 3 - (4- (2-tFo^yxf;V) Vf-<9^-l 

-^r;v) -2H-^y^;!)y-i-^ 

(3 8) 3 - ( 4 - ^ f/Vk^7^y - 1 ->f AO - 5-=FP- 

2H-^y^ / y ^ - i - a- ^ > 

10 (39) 5-757-3- (4-^^7^-l-^) "2H-^ 

(41) 3 - [4 - (2-tKa V^^AO v? ^ — 1 - 

<f ;V\ - 8- yf;^-2H-^y ^ r/!)y-l-t , /^ 
(43) 3 - [4 - (2-t KDif-i/xf;V) \f^y 5? V — 1 - 

15 -YA-] y^f/jy-i-^^^ 

(6 2) 3- {4- [2- (t^y^y-l-'f/V') ^A-] tV^S^- 

i-^f;W -2H-^fy^yyy-i-t^ 
(63) 3 - { 4 - [ 3 - (^y^y-i-f/v) tw] 
fc^7^y-i-^/H - 2H--f y^-y y ^ - 1 - ^- ^ . 
20 (65) 3 - {4 - [4 - ( y ^ > - i - -r ao t^ao t° 
^7i;y- 1 - a- } - 2H->f y^s-y y 

(66) 3 - { 4 - [ 5 - (^iJ^V-l-'f^) -<V^/V] 

t^7^y-i-^;v} - 2H--f y^y y ^ - 1 - 3- ^ 

(6 9) 5-^A— 3- [4- (4-^/V/^y/) fc'^y^V-l — CA-] 

25 -2H-^fy^!)y-i-^ 

(70) 5 - ^ ^ 3 - {4 - [2 - (f^y-^V-l-^^) 

kf 7 is - i - ao - 2H-^y^y D^-i-t 
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(71) 5 - * 3 - { 4 - C 3 - ( f ^ V S? V - 1 -4 /V) 

(7 2) 5-^^-/^-3 - {4 - [5 - (tf^yv?>--l-^/V) 

5 ^^^yv] tr^<9 v?^- 1 --r /W - 2H-fy^;i)y-i- 

(73) 5 - * f-J\s- 3 - { 4 - [ 4 - ( fcT'* V 1 ->f /V) 

t^y^y-i-^.^} - 2H-^y^;y>-i-t 

10 (74) 5-^^-3 - {4 - [4— (4-^/V*!!;) 

(7 5) 5-7^^/^-3- (4- (4- (4-^;Vt'^7^^ 

-i--f/i-) ^^/u) t'^7^y-i--f/v) - 2H—fy^; 
y i - 

15 (76) 7-3/o*r-3 - { 4 - [ 4 - ( fc° V i? ^ - 1 ~ AO 

^ f- a] t e ^< ^ ^ v - i - 4 a } - 2H-{y^;!)y-i-t 

(77) 5-^nu-3— {4 - [4 - ( U V - 1 - 4 A-) 

:/^A] t°^7^^ - 1 - -</v} - 2H-0 3 f;D^-l-t 

20 

(7 8) 5-yn*-3 - {4 - [4 - (tX^ v5y - l -^^) 

:/^a] 5?^- i -4 a} - 2H-^y=^;^-i-t 

(80) 5-^uo-3 - {4 - [4 - (4-^/V*!iy) 

25 /i/] - i - ^f;v) - 2H-^y^/!)y-i-^y, 

(si) 3- (kxyv;y-4-/f^) - 2H-^y= ! f / yv- 

(8 2) 3- (i-^^7vt°^y v?^-4— r/w) -2H-^y^yyy- 
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1 -Jr> 1/5tR#^P#^ 

(83) 3 - ( ( 4 - * 1 -4 A*) ^/U^sA-) 

(9 0) 3- (3- (^^f;vT^;) -5-y^/v 

5 -2H--<y= ^ f/y>'-l-^^^ 

(9 3) 3 - ( bf V & V - 4 - 7k) - 5-^f/V-2H-^ 
(9 5) 5-^BP-3- (l-^W^';^/-4 — fAO -2H — f 

y*; y ^- 1 -t^s 
10 (97) 4-7^^ /V - 3- (^9i?y-4-^/V) - 2H- 

y=¥/ y i 1Mb zkHf^i^ 

(9 8) 3- (l-^f7H^^9^y-4-f;V) ~4-7x^ 

(99) 4 - ( 4 - y h *V:7 a: = /V) - 3- ( 1 — ^ ^-7^ t°"< 
15 3i?y-4-'fA') -2H-^y^;3^-l-ty> 

(100) 4 - (4-^007x=;V-) - 3- ( 1 - ^ A- tT ^ 

(10 6) 5-7/1^^-0-3- ( 1 - ^ f/H?^ y 4 -«f 

/V) - 2H-0*>'^-l-*l'» 

20 (107) 5-yb^>-3- 

/V-) - 2H-^y= 3 r/y^-i-^> , s 
(108) 5-tKP*f-3- ( 1 - y ^ a- tf-< y V - 4 - 

(110) 5- (4-^^/VtT^9^— -6H-fi7 [2, 

25 3-c] 

(112) 6- -5H-fx; [3, 
2-c] trjJi?V-4-*^ 
(114) 3- (4-y^f-<^v?^-l-^/V) -2H [f] 
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(115) 3- (4-^f;V7^y 1— J s^) -2H -V 

x [f] ^y^/yy-i-ty, 

(116) 3- (4-^^Vt°-^7^>— 1 — (M -2H-^yX [h] 

5 -ry^/y^ — 1— 

(117) 3- (4-^f;k7^;^^^-l-'f^) -2H-^y 

(120) s-y^/v-2- (t°-<y ^^-4--r/v) -3H-w;y 

10 (121) 2- (l-y^/Vt°^<y^>'-4-^/V) - 8 - y ^" 
/V - 3H-^fty U ^ - 4 - $T 1/ , 
(12 3) 8-;*h3rv--2 - ( 1 - ^ f /V ]J - 4 -/f 

/v) - 3H-^tyyy-4-t>' % 

(137) ( 4 - i?y f-^T $ 7 a ^3rlJ- 

15 ^— i-.-^/v) - 3 H-^rt/u y - 4 - 

(138) 2 - (l-rifi^y^ [2. 2. 2] ^-y^^-3 

-xf/v) — g- y^/U- 3H-^t/!) ^ - 4 — 4" V , 

(139) 2- ((l-Tiftfiyytr [2. 2. 2]^"^^^- 
3-^T^) y^/V) - 8-^f;v-3H-^rt/!J ^ - 4 - >- , 

20 ( 1 4 4 ) 8 - y ^/V— 2 — ( 2 - ( V s y f-/^T $ y ) ^5^/V) 

(14 5) 8 - y ^/v- 2 - ( 3 - ( v>y f;V7 5 y ) Zfn t';v) 
- 3 H - ^ t y' !) ^-4-^-^. 
(14 6) 8 - y 2 - ( 5 - (i^y f;V7 ^ y ) 

25 -3H-^-t N /!)y-4-ty, 

(14 7) 3 - (4 - (-^^f;V7 5 7) v-^n^^r^^-1- 
(14 8) 3- (3- (4-^f;Vt^7^y-i — fyv) yok» —2 
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h — fy^yy-i-ty;^ 

(151) (R) — 3 — (2 — t KP^v'^^/l—4-^^Vt°^^v ? ^-l 

— ^/v) - 2 h— r y y 1 -^-^ 

(i5 2) (S) -3- (2-t Kn^f/U-4-^f/Vf'<7^-l 
(15 3) 3- (3-tKP^f^-4-^;^^7^/-l-^^ 
(15 4) 3— (3 — 3i h^v^/Vsj^/V— 4— ^^VVtV^i^- 1 —4 

;v) -2H-^y^;r/-i-rA 
io (155) 3- (s-^/n^^v-i — f/v) -2H-^y^/yy 
- i 

(15 6) (S) -3- ( 3 - 1 Fo ^r^y f^- 4 - ^ f ;vt°^7 i?^- 1 
(15 7) (R) —3- (3-fc -^^^tf^^v 5 ^- 1 

15 -2H-/y^py-i-*^ 

(15 8) 3- (l-^f;l-t^y^^-4-<;V) -3, 4-ytFn- 

2 h — r y^f/y ^- 1 -^-^ 

(15 9) — 2- [2- (i?xW5 /) - 3H-^r 

t/!)y-4-tys 

20 (1 6 2 ) 3- (3 , 5-^^/Hf^9^-l— <'M -2H—(y* 

ypy-i — 

(16 3) 4- (4-;*9vK7^-^) -3- 

-^/v) -2H — fy^y yy-i-rA 

(16 4) 4- (4-y/V^-o^^-/V) -3- (1 -y^vH^y v 1 ^- 

25 -2H — fy^;'jy-i-^ 

(16 5) 8-^^/V-2- (2-K's<V -SH-W^ 
-4-^-^s 

(16 6) 8-^^^— 2- [2— (^rjUfcV >— 4—4 M ^9vKl —3 
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(16 7) 4- (2-^ h^>7x^) -3- (l-^^/V-tXiJi/y- 

4-^/1^) -2H-^y^/'jy-l-t N A 

(16 8) 4- (3-^f;V7x=;V) -3- ( 1 f/Vtf^P 4 

(16 9) 4- (2— .^fVl^ai^A') -3- (l-^^vH^!) v?V-4 

(17 0) 4- (3 h^ri^7^=/P) —3- (1 -^f^t^JJ^- 

4— >r/v) -2H-^y^;py-i-ty s 

10 (171) 5 - y V ^ri/y ^^-^i^- 3 - ( 1 - / ^t°^ !) i^y- 4 - 

^/v) -2H — < y*/ v i 

(17 3) 8 -^^-2- [5- (^xf;l/7$/) ^i/^vKl -3H- 
(17 5) 8-^^/V— 2— [4- (v^5vW^/) ^^V] -3H-^r 

15 

(17 6) 8-^A— 2— [3- (t°n V 1 /ci tVP] - 

3H-WU X- 4 — 

(17 7) 7- (1 -pt^/Ut^V *?-y-4—> f/V) -6H-1, 6-^7 
S^-5-^l/l 07j<g, 
20 (1 7 8 ) 5-^^/1—3- (1— ^^Utr^I? 5?5^-4 — f/1") -2H- 

y=3ry u ^- 1 

(17 9) 4— 3 — ( 1 — p^/Hf^y v 5 ^- 4— <A0 -2H- 
(18 0) 5- (-^f;v7 5;) -3- ( 1 -y^;vt'^<!) v 5 ^— 4 — -f 

25 /i-) — 2H — f y^/yy-i-^A 

(i8i) 5-r^y-3- (1— ^tvh^jj -^-4— r/u) -2H- 

(18 2) 4- (2-7/W^-ti^^^v) -3- (l-^W^U^y- 
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4 — f/v) -2H-^y^/y^-i-t^ 

(18 3) 7-^n-3- (l-^^tT^yS^- 4-^*0 -2H- 
(1 8 4) 5-fc Kt3^>-3- (l-^^f-^y^V-4— f/V) -3, 

5 4 - i?t ko - 2 h-^ y^ / y ^- 1 - t^ 

" (185) 5-^ t°/V) 

-2H--f -;*->\ 

(18 6) 5-tFn^"3- (3-^^T^/^ctVV) -2H- 
10 (18 7) 5 - y V ^V^-^r 3 - ( 4 - ^ 5 J 

(18 8) 5-tFP^-3- -2H— T 

y^yy ;x— l — ^r^^MM. 

(18 9) 5-tFP^~3- (2- ^^) 

15 -2H-^y^/9^-l-* s A 

(190) 3- (1-^^-1, 2, 3, 6-ff7tKntl^y-4 

(19 1) 3- (l-^^^t^y ^>-3 — f/V) -2H — (y^/v 

1-:3->\ 

20 (192) 3- (i-y^t^y^-3 — r/v) -2H-^y^;^ 
- 1 -tirl/, 

(19 3) 3- (1-^^-1, 2, 3, 6-rf7tKot°y^y-5 

-^;v) -2H-^y^r/r/-i-^^ 

(19 4) 3- (3-t Kp ^ W°^7^-l-^^) -2H--1- 
25 y^r/ 

(19 5) 3- (4-^^-3-t Fo^^t v 7^- 1 ~W /V) 

-2H-4 y^y vi^-i 

(19 6) 3- (3 -t Ft2drv-y^-4-^P tf/Vfcf-^ 1 -4 
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)\d - 2H— < V >- 1 

(19 7) 3- (4 — <^vVl^-3-fc Kti^rv'^ ^-/V\f^<y 1 
;V) -2H-^y^.7!)y-l-^ 

(19 8) 5-^a^-3- (3-fc KBaf^f;l/^7^- 1 — 

5 -2H-^y^yj)y-i-ty s 

(19 9) 5-7**2^-3- (3-t KP^f;v-4-^f;vtX?i? 

y-i-^f/v) -2H--fy^;!)y-i-tys 

(2 0 0) 3- (4-fcV<i>-5V K'^V 1 -< ( />) -2H-- fy=¥/ 

V ^ — 1 -a-s^ 

io (201) 3- (3-t Kp^w^y^y-i-^/v) -2H — r 
y^r/ y i — 

(2 0 2) 3- (3- (^^v^r/u/^^/u) f-^y S?^— 1 — - 
(2 0 3) 3- ( 3 - 1 KP ^ f/W- 4 ->f y ^^If^?^^- 1 - 

15 -ov) -2H-^fy^7!)y-i-ty 

(2 0 4) 3- [4- (^f/U75/) - 2H-^y^;!Jy- 

I — 

(2 0 5) 5-^/^a-3- (3-t KP^f^- 4-^^/Pb°^7 
20 ( 2 0 6 ) 3 - ( 3 - (>^ ^/l^T ^/V) fcT-< JJ 1 --f/V) - 

2H->f y=^y y 1 -ty, 

(2 0 7) 6-^^/1 — 3- (l-yf/Hf^9v?y-4 — f/l/) -2H- 

(2 0 8) 7-^^1—3- ( 1 -^^vVtf^y 4 — f/V) — 2H- 

25 -Y y^r/ y 1 — 

(2 0 9) 8-y^/V— 3- (l-yf;VtXJJi;y-4-^;V) -2H- 

<< y^y y 1 — 

(210) 7-y b^v-y^/^^rv— 3 - ( i -y ^vvt^y 4 - 
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(2 11) 7-tKP^~3- (l-^/U^J) v?V-4— T/V) -2 
(2 12) (S) - 3- (3-t Kp^f;V-4-^f/Vt^7^-l 

5 -/f/v) -5-^f;v-2H — fy^ypy-i-ty, 

(2 13) 3- (3- {K'uyi/^-l — f;V) -fxx\f)V) -2H-- fy^r 

;yy-i-ty, 

(214) 5-^PP-3- (3-t KP ^^-4-^^^^ 

io (216) 3- [3- (tv^y^v-i-^ r/v) yutw] -2H-- ry^ 
;yy-i 

(217) 5-tFn 3 - ( 3 - ( t°n p 1 — < M tW) 

- 2H — ( y^s v y- 1 

(2 18) 5-7«^V-3- [2- (fcN^D 1 — T/V) -2 

is n—4 y^ry y ^- 1 

(219) 3- [2- (t°-<y v 5 ^- 1 -- r/v) ^/ki -2H — ry^r/ 

y ^- 1 

(2 2 0) 3- [2- (t?d JJ 1 ->f/V) ^/Kl -2H-- fy=3r/ 

y V- l - Jrl/^ 

20 (2 2 1) 5-^^/V-3- [2- (lfnPi?y-l-^;V) ^A-] -2 

h-^ y=^y y ^- 1 

(2 2 2) 5-^^;V-3- [3- (fay v?i/-l-^/V) /ok>-l 
(2 2 3) 1, 5-^tFn-6- (1— *^vf-l, 2, 3, 6-fb7 

25 kKPt'pi>y-4-^;v) t 0 7y*p C4, 3-c] try 

(2 2 4) N, N-v^^vV-3- (l-^/Vt^'J^ — - 
2H- 1 -ir^rV^y^rJ V > — 5 -#/M?3rf- 5 K1/4tK#*P^s 
(2 2 5) — 3- (^^tFD^yKP^y-7-^^) -2 
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H — < y=^y y y—. 1 — &y 3 / 4 tK#Ab^ 
(2 2 6) 5-^5^/1^-3- (t^^t KB/fyKyi?y-7-^) -2 

h — r y^y v y— i -^-^i/2^c#jb^ • . 
(227) 3- (l-^w^y^y-i-^/i/) -2H-i-^y-f 

(2 2 8) 5-^^/U-3- [3- (If^y S?^- 1 — -Ov) /OtVH - 

2H — fy^/n — 

(2 2 9) 3- ^f;V-2H-^y^y !) y- 1 

(2 3 0) 3- [(4-y5yvfc°*<y^y- y^vv] -2H-^y 

io 

(231) 3- (tvi)^/.^f;v) -2H—fy^/yy-i-ty, 

(2 3 2) 3- K^e/v-^V y— l—^fr) y^VKl -2H — <y*c/ V y- 

1 — J*->\ 

(233) 3- [(^^y^y-i-^/v) y^/i-] -2H- fy^/y 

15 1 -^"^ 

(2 3 4) 3- [3- (^^E-f^y 1 -^W) ^"atVV"] -2H--T 

y^y y y- 1 — 

(2 3 5) 3- (l -x/wyr^^t'^y v?y— 4— f/v) -5-^^/v 
-2H — < v^rj y X— i —Hry 1 /4tK#AP#). 
20 ( 2 3 6 ) 3- (4-y^-3-^yt^7^-l—<^) — 5— >* 

^/u— 2H-^ y^r/ y y- 1 -tyi/i ozktt^n^ 

(2 3 7) 3- (l-7$/tXijv;y-4-^;V) -5-^f;i/-2H- 

Yy^yyy-i-ty 

(2 3 8) 3- (1 - (^^yx;^-^7?y) t°^S y ^y- 4 — < )V) 

25 -5-^f;u-2H — r y^y yy-i-^-y, 

(2 3 9) 3- (l-MJ7^a7'tV7^/^!J^y-4-'f/V') - 

5-^t/u-2H--{y^y yy-i-ty 

(2 4 0) 3- [2- (/3^t°-<y v>y- 1 --T/V) ^5vV] -2H — i V 
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*s y i -^-^> 

(2 4 1) N- (5-^f;V-2H-l-t^Ky^r/y>-3-^) 
-2- (S^5VKT^y) T-fe^^K> 
(2 4 3) N- ( 5 - ^ 2 H - 1 - t^V'f y ^r / )) V- 3 --f ;V) 



(244) 3- (1-^^75; t'^y ^-4— fAO 

- 2H-- r y^f/yy-i -;r>\ 

(2 4 5) N- (5-^f;v-2H-l-t^y^y^/9>'-3->f;v) 
-4- (^w$y) ^>7 5K, 

10 (2 4 6) N- (2H- yy-3 — f/W -4- (i^ 
(2 4 7) 3- ( 4 - ^ f ^- 2 - 1 y tVy i?y- l - ^ ;V) -2H- 

4 y*s y >>— i -tv. 

(2 4 8) 5-^^/1 — 3- (l-y^/Vt: 0 ny^^-3-^yv) -2H- 

15 y^yy> — i$£T$ 

(249) 3- (i -y^/nfo y 3— f^o -2H--fy*/yv 

(1) 3- (4-y^Wt°-<7^ : >'- 1 — ~2H->fy 

20 ^yyy-i-ty, 

(3) 3- ( 4 - v 5 ^ f^T 5: / t°-< y 1 7V) -2H 

->f y=f-; y v-i -a-.Vx 

(4) 3 - (3 -t Ka^vy f/i^-4-y f ^t'^y^y - 1 

--f/v) - 2H--ry= 3 r/y^-i-^-^. 
25 (12) 5-^ 3 - (4 -i?*^/vT ^ y y ^y- 1 
--r^-) - 2H--fy^y!)^-i-ty, 
(19) 5-b kp*^-3- (4-^;v^^7^y-i-'f 

/v) - 2H--^y^; yy-i-ty, 



5 
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(8 2) 3- (1 -p^/H^y v^-4—^W) -2H-^y^/D is— 
(9 0) 3- (3- (^^f;V7^7) 7ntW) 

-2H-^y^-; y ^ - i - ^- ^ > 
5 (9 8) 3- (1 - ^f;vt^!;v?y-4--<;v) -4-7x- 
/V-2H--| , y3ry y ^ - 1 - Is 1 / 5 Tfc s 
(10 8) 5-t (l-^f/H:V!Ji?y-4- 

(12 1) 2- (1 -yfVUf^y v^-4-^f/V) -8-^f^-3H^- 
10 !) V-4-^J-^ ; MtNC. 

(15 6) (S) - 3 - ( 3 - 1 Fa drv-^ 4 - ^ ^t^7 1 

-^f/v) --2H-^y^;!Jy-i-*y N 

(17 8) 5-y^/V-3- ( 1 - ^ f /Utf^P 4"-^^) -2H- 

-r y^y y 1 -4-^ 

15 (18 1) 5-T^y-3- (l-y^vWf-iy i^-4— JW) -2H- 

y^y y 1 — 

(18 6) 5-tKa^>-3- (3-^^T^yyatVl') — 2H- 

^ y^y y 1 -^-^tgstlg. 

(18 9) 5-t KP^y-3- (2- (tX|Jv?y-i — f/l/) rn^vi/) 

20 -2H-^y^y jy-i-ty fcit; 

(2 12) (S) - 3- (3-fc Ka^^y^V-4-y^^t 0 ^9iy^- 1 

-4^) — 5 -y ?vv— 2 h— >r y^y y ^- 1 -^-^.^jf fett, ^-cb 
(8 2) 3- u-y^vv-t^y >^-4 — iv^) -2H — ry^yy^- 

25 ( 9 0 ) 3 - ( 3 - (v'^f^T?/) MjV) -5-y^/V 

-2H-^y^y!;y-i-t>'fej;u ; 

(10 8) S-t KT3dr~>-3- (1 — y ^/V-f-^y v^-4— - < ?V) —2 

h— r y^y y >- 1 ; afctwc 
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(15 6) (S) -3- (3-t Kn^^v-4-^^tX7i/y-i 

—< f/u) -2H — < y*y v 1 

(17 8) 5-/^^-3- {■l-*Tfl'*'<y f/V) -2H- 

5 (181) 5-7^-3- (l-^WVyv?y-4-^) -2H- 

4 y^y yy-i -tf-f, 

(18 6) 5-KKB^-3- (3-^f-^75/yn tVV) -2H- 
(18 9) 5-tKa*V-3- (2- (tT^!> S?f- 1 — T/V) ^^) 

io - 2H->f y^r/ yy-i-t % /> ssit* 

(2 12) (S) -3- (3-t Kt3aE-v^^-4-^^Vtf^^^^- 1 

— (i) (c^-c. 

15 ^^^-m^-a-sr^u 

YdS- (CH 2 ) m - (^K m«0^7c«l~l OOif^^t) 

r^^t/v^/vt^ y ^fcttJhfBss; (b) 

25 t & O ~ 3 (D^Wt&TFiTo 

(8 2) 3- (l -y?vutv<y i»--4— Y/v) -2H-yy^/';y- 
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(10 8) 5-t ( 1 - ^ f-flsM**. V i? V — 4 - 

(12 1) 2- (1 -^^t°-^y v?^-4— f/V) -8->f;V-3H- 

— (I) {C&VNT, 
10 SAr j^^i? ^^t N 

Yd*- (CH 2 ) m - (5£<K m«0^fcf±l~l 0©Ii^/7t) £:SRU 

15 v^fcteT^ 7 3r^U N 

RdS^T/V^r/VT^y ^7cf*±|B^ (a) 

t as o ~ 3 <Dm^n^^ir 0 
20 R 6 7b^m, 5^7/^7 5 / ^fcteT/MvvSr^-To) Sr^-T^-a^te;* <b 
(15 6) (S) - 3- (3-t Kn^^-4-^^t°^7^-l 
(212) (S) -3- (3 — t: Fi3driX^^;V-4-^^/^t°^<7v ? ^- 1 

25 -^r/v) - 5 -y^/v- 2H-- r y^y y ^- i -^^/W^lv^ 

— ^ (I) i^fev^ 

3SA r tf^O-V^mZ^ U 
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(CH 2 ) m - (5£tk m{i0^fcf*l~i o^S^^r^-T) £r^U 



5 R 2 ^*lRSr*U 

t 0 ~ 3 OMifc^-To 



(1) 5 _^ /V -3- (4-^f/Hf«<7^>'-l-^^) ~2H-^y 
R^fltitbttts ^Ar^^^irefcSf^ TIS^C (III) 



Witmi&fn^i: U-C#lii-Sr ^fc^o-C. ^£><£>zKtt#P^ (1/ 
2 7Ktt#n#5> 1/4 *»s 1/5 7jc#^P^, 1/10 7^mm. 3/4 




(III) 
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(1) (3) 
■ ^PfcT (Chem. Ber.)I102|, 3 6 5 6-3 6 6 51, 19 
10 6 9$qcSBSfetf>— ^ (1) (D\Y&m OCT, JttSfJf^ UrStJp-^ 3 

=fir»&fife^±— nmcm^t>ftz>Bmm*7F-t) t—is&. (2) <o\\&m 
fflsa*?- h y f^m^ y Tkawb^ h y zK^b^ y tK* 

— /V^t'OT^a- ;K hAot>\ =ari/l/V % i?^f/^M7 

20 ~4 8^w^t5itiaoT-^ (3) (D4k&m*&z>zk& 
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— (4) <D4\&Vb (W, IAi, R 1 ^«tTJtR 2 «|f]fBtPl»-efc6) 

N _ ^ 2— tfd y k tfeft^f) ©ja^^fe if) 4\ ^ma> e» 

JSatoaBfEiaflE-CO. 1 (6#) ~4 8Wn7^fK (5) fcSl&S* 

5*ic±oT-*a: (e) <Dft&vo&&Zo m*x-ti&. (6) (Dft&m* 
*ry v *>j»* h^p-vK h y h*vk, * y f^/k # y 

b y y ? a n TK^-fb^- h y tk^* y ? a s Tknt-fb-t- 

^®»^T*0. 1 (6#) ~4 8^M$*t-^ (7) K^UfcflS 
3 
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-:/ti^y — — f y^o/V'^/K SSfe-^y— /K ifcgfe— 
10 4-^=¥^^»7jP^ 0. 1 (6#) ~4 8^»t 

Rtt-K (9) <Dik&m*m>z>!Lk-&-e%z>o O) (Dik-frm 

©aifflraufc-e— «a; (2) v>\\&mh 0. 1 (6#) ~4 8nr«^t5 
it-e- (10) oM^srt^fts. 

•a-^4 




(11) (13) 



20 — ^ (11) <r>tt&m (sfc'K R 3 ii7k3its TVV^K fiife^Sr^UTVN 
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>\ l, 4— *fctti*t6>otE»oiB^«WC*^) -7 8°C 
3&»6,«ttft©ai«iBjn?cf. i (6^) ~4 8i$«$*5fi^J;ot-^ 

10 ^ (13) <^fre>4&Sr#5S«S-T?#So 



— Ag5£ (ii') (Dfc&m (5£*f\ J 2 ^t Ku^>, r^y. ^eyr/v^r 
15 ziyr^y (R 2 i:^(t5^7;^7 5y iTO) Sr^i - ) (12) 
i;xf;i/7 5 h\ i)a if* h y y f/uv y 5 Kfc if ©^H^-jEdc-fk^ 

^-/K y tWoi— f>7tFP77y 

20 1, 3^tt£;h,&©tt#©»^88fcfc*?) ^ -7 8°c^ 

(13) o-fb-&«j«r#5**s-e#s. 




o 



o 



(ii ' ) 
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5 u&m, mm^k m^m. mmk %<m. mw$h ^mmm^?) 

^0. 0 1 — 5 Omg./A/B, JftU<ttO. 0 1 ~ 2 0 m 
g/A/0i£^£*K ^fcMP^i-fi/^JO. Ol~15Omg/A/0, 
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10 



U 

l-tf-^O. 373 g^#t i^l 86-1 8 8MI. 1 
H-NMR (4 0 0MHz, CDC 1 8 ) d : 2. 4 1 (3H, s) , 2. 4 
7 (3H, s) , 2. 6 0-2. 6 5 (4H, m) . 3. 3 0-3. 3 7 (4 
H, m) f 5. 7 8 (1H, s) , 7. 18 (1H, t, J=8Hz) , 7. 
40 (1H, d, J = 8Hz) , 8. 13 (1H, d, J = 8Hz) , 1 1. 
15 3 9 (1H, b r S) . 

tTa J) ^2m 1 £/BVvCl£Jte0!l 1 fcH3*P:RJB*fTV\ 3- (3-i^tf 

/v7?;t'P5^/-i-^) -2H-^y^^-i-^ 1 95m . 

20 gSrtfc 4 B^2 3 3-2 3 4V^P. 'H-NMR (4 0 0MHz, CD 
Cl 3 ) 5:2. 29-2. 33 ( 2 H, m) , 2. 40 (6H, s) , 2. 
98 (1H, brS) , 3. 4 0-3. 5 0 (2H, m) , 3. 57-3. 
70 (2H, m) , 5. 38 ( 1 H, s) , 7. 08 (1H, t, J = 8H 
z) , 7. 2 6-7. 2 9 (1H, m) , 7. 4 3-7. 4 7 (1H, m) , 

25 8. 1 4 (1H, d, J = 8Hz) , 9- 95 (1H, brS) . 

mmm 3 
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/vrs: / t°-<y s?^- 1 --r^v) -2H — fy^yry-i-ty3 8 3m 

gSr#fc.M2 0 4-2 0 5t/^?. X H— NMR (4 0 0MHz, CD 
5 C 1 3 ) 5:1. 7 1 — 1. 7 4 (4H, m) , 1. 9 7-2. 0 0 ( 2 H, 
m), 2. 36 (6H, s), 2. 76-2. 82 (2H, m), 3. 70 
-7. 73 (2H, m) , 5. 76 (1H, s), 7. 38 (1H, d, J 
= 8 H z ) , 7. 54 (1H, t, J = 8 H z ) , 8. 25 (1H, d, J 
= 8Hz) , 9. 9 8 (1H, brS) . 

io MMW 4 

3-^PP-2H-^y^r/ py-l-t^l. Og, 

/V<-1 -^^"/Vt s -<7^>'2. 0 gSrJSV^-Cl^WJl bEMSH\ZBU&&1t* 3 
- (3-fc Kt3^^^/^-4-^^Vt°^^^- 1 ~- {As) -2H- < 
y=¥y y 1 -^-^5 9mg£r#fc 0 Ml 9 3-1 9 4°C/r£$P. 1 H- 

15 NMR (4 00MHz, CDC1 3 ) 6:2. 50 (3H, s) , 2. 64- 
2. 70 (2H, m) , 2. 95 — 3. 05 (2H, m), 3. 30 — 3. 
35 (2H, m) , 3. 4 3-3. 4 6 (2H, m) , 3. 73 (1H, d, 
J = 12Hz) , 4. 07-4. 11 (1H, m) , 5. 85 (1H, s), 
7. 31 (1H, t, J = 8Hz) , 7. 42 (1H, d, J = 8Hz) , 

20 7. 55-7. 58 (1 H, m), 8. 26 (1H, d, J = 8Hz), 1 
1 . 8 9 (1 H, b r S) . 

])>— 1-^-^1. Og. 4 -75 J \?^y*J> 

y2m i ^m^xmmmi tmm^^jt^m\ 3- (4-7$ytX7^ 
25 y-i-sf/v) - 2H--r y^r/ y is— 1 -t>*#5 0 

Hm#]6 
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3-^oa-2H--fy^;y>'-i-tyi. o g , 4— ^w^/ 

^vi»2rai^m^xmmmibmm\^jt^n^\ 3- u-^y^ 

Asf % J 1 — 2H-> i V >~ 1 -^^Sr#5„ 

^Jfe^iJ 7 

5 3-^PP-2H-^y^/!)y-l-tyi. Og, 4-/nf^tX7 
^2ml SrffiV^T^»l 1 t mmKRjfc£fr\,\ 3 - (4 -^n tVVt^ 
9S?V— 1— >f/vO -2H-Yy^/!)y-l-^/8 1mg%#fc„ £l/& 
2 0 8-2 0 9°C/<$m. X H— NMR (4 0 0MHz, CD C 1 3 ) 5:0. 
97 (3H, t, J = 8Hz), 1. 5 6-1. 6 0 (4H, m), 2. 68 
10 -2. 69 (4H, m), 3. 2 7-3. 2 9 (4H, m), 5. 77 ( 1 H, 
s), 7. 27-7. 31 (1H, m), 7. 41 (1H, d, J = 4Hz), 
7. 5 4-7. 5 8 (1H, m), 8. 25 (1H, d, J = 4Hz), 10. 
30 (1H, brS). 

mmw 8 

is 3— y on — 2H--f y^y y ^— 1 — ^-^1 . og, 4— y^^-x/i^.^ 

;l/hX7S?y2m 1 Sr^-CHJfeflil 1 kmmKfcfo&ft^s 3- (4-;** 
^/V^^/VtT^^^- 1 —4 Ad -2H-4 y^rS y ^-1-^-^4 9 
mg^#fc 0 M2 5 7-2 5 9VM. 1 H — NMR (4 0 0MHz, C 
DC1 3 ) 5:2. 90 (3H, s) , 3. 39 (4H, b r S) , 3. 51 
20 (4H, b r S) , 5. 8 4 ( 1 H, s) , 7. 3 2-7. 3 6 (1H, m) , 

7. 44 (1H, d, J = 8Hz) , 7. 60 (1H, d, J = 8Hz) , 

8. 20 (1H, d, J = 8Hz) , 11. 6 . ( 1 H, brS). 
^MM9 

3-^an-2H— f y>-l-^yi. Og, 4— ai # 

25 ^;VtV7i/y2ml 3- (4-3i 

b^r-y^/V/l?— ^t^7^~ 1 — — 2 H — i V*tS V I -Jr"S 
8 9 5mgSr#fc. Ml 9 1 - 1 9 2 < C/##. a H-NMR (4 0 OMH 
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z, CDCl 3 ) 5:1. 30 (3H, t, J = 4Hz) , 3. 26-3. 2 
9 ( 4 H, m) , 3 . 56-3. 5 7 (4H, m) , 4. 17-4. 22 (2 
H, m) , 5. 84 (1H, s), 7. 33 (1H, t, J=8Hz) , 7. 
44 (1H, d, J=4Hz) , 7. 58-7. 87 ( 1 H, m) , 8. 2 
5 4 (1H, d, J = 8Hz) , 12. 05 ( 1 H, brS) . 

mmm 1 o 

3-^PP-2H--1 , y^!)V-l-tyi. Og, 4-yt^/Uft*?K°s< 

vi>>2m i &m^xmi&Mi kmmzfcj&&n\s\ 3- u-^a^^e- 

t'^^y- 1 — f/v) -2H-- f y^y y ^- 1 - tv6 2 3m g £r#fc e 

10 JHvfel 7 1 — 17 2°C/;£^. X H — NMR (4 0 OMH z , CDC 1 3 ) 5 : 

2. 47 (3H, s) , 2. 5 2-2. 5 4 (2H, m) , 2. 71-2. 

74 (2H, m), 2. 89-2. 91 (2H, m), 3. 50-3. 59 
(2H, m) , 3. 71 (2H, m) , 5. 57 (1H, s), 7. 14 (l 

H, d, J = 8Hz), 7. 29 (1H, t, J=8Hz), 7. 48 (1 
15 H, t, J = 8Hz), 8. 14 (1H, d, J = 8Hz), 10. 36 (1 

H, b r S) . 

mw.w 1 1 

3 — # v u — 5 —*f-fis— 2H- < V*rJ V 1 —*"y 1 . Og, 4-^ 

?vv*^r ^2ml Srffl VTHlfeGy 1 m^lcK^SrfrVV 5 -y 5" 
20 >u— 3 — (4-^f;V^tV7^/-i-^v) -2H—fy^r/!Jy- 

1-^-^0. 3 7 g ^#fc 0 1 H — NMR (CDC 1 3 ) d : 2. 0 0-2. 

0 9 (2H, m), 2. 4 1 (3H+ 3 H, S), 2. 58-2. 6 5 (2H, 

m), 2. 75-2. 83 (2H, m), 3. 55-3. 60 (2H, m), 3. 

61-3. 68 (2H, m), 5. 50 ( 1 H, s), 7. 03 (1H, t, 
25 J = 8Hz), 7. 33 ( 1 H, d, J = 7Hz), 8. 06 (1H, d, J 

= 8 H z), 10. 10 (1H, brS). 

mmm 1 2 
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3_^ Da _ 5 _^^-2H-^y a r/^-l-^ 1 - 0g, 4—5? 

17gSHfc.»^2 17-2 18W/^¥. 1 
5 H-NMR (4 0 OMHz, DMSO-.d 6 ) d : 1 . 44-1. 55 (2H, 
m) , 1. 7 6-1. 8 4 (2H, m) , 2. 19 (6H, s) , 2. 15 
-2. 22 (1H, m), 2. 39 (3H, s) , 2. 65-2. 72 (2 
H, m) , 3. 6 5-3. 7 2 (2H, m) , 5. 6 5 (1H, s) , 7. 
19 (1H, t, J = 8Hz) , 7. 39 (1H, d. J = 7Hz) , 7. 
10 88 (1H, d, J=8Hz), l'l. 13 (1H, brS) 

mmm 1 3 . 

^ ^, /V , T ^ y y ^2ml v-cHJfe0!I 1 ^ ^fc^fc&fr^s 3 - 

t'p y s^-i— - r/v) -5-^f^-2H — r y^r 

15 ; y y _ ! o . 1 5 g Srtt 1 H-NMR (DMS O - d ,) d : 1. 

7 2-1. 8 3 (1H, m), 2. 01-2. 16 ( 1 H, m), 2. 1 

8 (6H, s), 2. 32 (3H, s), 2. 7 0-2. 7 8 (1H, m), 
3. 14-3. 19 (1H, m), 3. 2 9-3. 3 8 ( 1 H, m), 3. 
46-3. 59 (2H, m), 5. 22 (1H, s), 6. 90 (1H, 

20 t, J = 8Hz), 7. 28 (1H, d, J = 7Hz), 7. 80 (1H, 
d, J=8Hz), 10. 64 (1H, brS). 

mmm 1 4 

3-^c2d-5-y^/V-2H-^ y^r/ V Og. ^V/j> 

v y2mi ^m^xmmmi tmm\^^m\ 5 3- (4- 
25 -2H->fy^r/-i-^o. 4 3 g ^#fc 0 'h-nm 

R (CDC 1 3 ) d : 1. 6 8- 1. 8 0 (2H, m), 1. 95-2. 

0 5 (2H, m), 2. 3 5-2. 4 3 (1H, m), 2. 4 6 (3 H, 

s), 2. 5 6-2. 6 3 (4H, m), 2. 7 6-2. 8 5 (2H, m), 
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3. 7 0-3. 8 0 (6H, m), 5. 78 (1H, s), 7. 16 (1 
H, t, J = 8Hz), 7. 39 (1H, d, J = 7Hz), 8. 13 (1 
H, d, J = 8Hz), 11. 64 (1H, brS). 

mm is 

5 3-^ np- 5 —fT-A"- y=¥/ V >— 1 - t^l . Og, 4— T 

5/ ^?i?y2ml fcJE^T^efe^l 1 t^^S^:^tTV\ 3- (4-7 

^t'^^-i-^/v) -5-^^-2H--fy^/ y > — i — 

»^!J 1 6 

io 3-^np-5-^f^-2H-^fy^y py-i-^yi. o g ^ 4-s? 

y ^;V7 5 y t°^<7 ^ 2ml &m^X%M®\ 1 t |SI«fcSJSS:f?V\ 3 - 
(4— *?**?ASr 5 > tX7^y- 1 --f/U) - 5-^f/l'-2H-^ y^r 

1 7 

15 3-^BB-5-^f/l'-2H->fy^;py-l-*^l. Og. 4-fc 
Kn^rv/f^U i^2 g SrJlVvC^JBfll 1 i: RSJ^^JSSrffV^ 3- (4- 

t Fo^if^ij ^ — i - 5 -^f;K2H — r y^y y 1 

-^->-0. 2 1 g §#fc 0 1 H — NMR (DMSO-d e ) d: 1. 40- 
1. 55 (2H, m), 1. 7 5-1. 8 0 (2H, m), 2. 37 (3 
20 H, s), 2. 80-2. 90 (2H, m), 3. 40 — 3. 55 (2H, 
m), 3. 56-3. 65 ( 1 H, m), 4. 70 (1H, d, J = 4H 
z), 5. .64 (1H, s), 7. 07 ( 1 H, t, J = 8Hz), 7. 
37 (1H, d, J = 7Hz), 7. 86 ( 1 H, d, J = 8Hz), 1 
1 . 10 ( 1 H, b r S). 

25 MM&i 1 8 

2-V7^f;>- 3 -y >3f S^S^Bfc^A'l 0. 0 g unft/VJ* 
5 0ml *5it^y y 7— /V5 0ml fctffiHU ^T^®^ * £B£#o2^ 
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fc 0 g^7^> ^^^U-C#f>HfcaSE^^y^"otVV^-^/VS: 

. ^^r-fe w ^ KSfe* T-A'&SfeK 1 2 g &#tc 0 2 h 

5 L (£%#L % 7>C?^T"ei -^f^t^yv 5 ^ (4. 6ml) ©^;-/^ 

k y-i-^) -2H-^fy^;yy-i-ty3. o g£#7c 0 x h-nm 

R (400MHz, CDC 1 3 ) 5 : 2. 44 (3H, s) , 2. 70-2. 
10 8 0 (4H, m), 3. 3 0-3. 4 0 (4H, m) , 3. 9 4 (3H, s) , 
6. 12 (1H, s) , 6. 98 (1H, d, J=8Hz) , 7. 21 (1 
H, t, J=8Hz) , 7. 83 (1H, d, J = 8Hz), 11. 23 (l 
H, b f S) . 

mmm 1 9 

15 MMMl 8-e^btbfc5-^ h*i/—3- (4-^W^7i?V-l-< 
A-) -2H — fy^/yy-l-ty2. 0 s&M.fc*^U>'4 Om 1 
#PU -7 StreHJUfc*?* (4. 2ml) ^PX.fc 0 

p h 7 ■< — ~e*tM U ^ * : p< ^ y —7V= 10:1 $fetH#4r 

Asj» : j?;-/is=i 0 : iffim&&mmvrz.o sti^y*«7A^ 

a -v h ^ 7 -f -T'f^Ls ^ a o : ^ y _ i o : 1 tftWft& 

jftJBUfc. #b^cM H B B ^H^^/l-7?»bT 5 - t Kn^- 3 - ( 4 

-^f;vtX7^y-i--f^) -2H-^v^y !)y-i-^o. ig 

25 £#fc„ X H — NMR (4 0 0MHz, DMSO-d 6 ) d : 2. 2 1 (3H, 
s), 2. 3 9 — 2. 4 9 (4H, m), 3. 05-3. 12 (4H, m) , 5. 
84 (1H, s), 6. 95 (1H, d, J=8Hz), 7. 04 (1H, t, 
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J = 8Hz), 7. 48 (1H, d, J = 8Hz), 9. 87 (1H, b r S), 
11. 0 6 (1H, s). 

$mm 2 o 

5 *^t°^^i/2 zzm^xmrnmi bmmfcfcj&&fti<\ 

-3 - "u-^^^tv^^- 1 (A*) -2H — f y^/ J) 

^57 8mg£r#fc 0 ®5^2 3 8-2 3 9°C/^. X H — NMR (4 0 OM 
Hz, CDC 1 3 ) 8:2. 41 (3H, s) , 2. 6 5-2. 6 7 (4H, 
m) , 3. 6 2- 3. 50 ( 4 H, m) , 5. 92 (1H, s), 7. 17 
10 -7. 29 (3H, m) , 8. 02 (1H, d, J = 8Hz) , 10. 87 
(1 H, b r S) . 

mmm 2 1 

3, 5--^^ctt3-2H — fy^yyy-i-^vi. o g . 

^7^/2 g^^v^T^JS^yi R*H-RJ£«rfTV\ 5-^^-3- (4 

15 -^f;btV7i?y-l-^;W) -2H-^y^;!)y-l-^6 18m 
g£r#7c„ I^2 3 0-2 3 lt/^. 1 H — NMR (400MHz, CD 
C 1 3 ) 8:2. 4 2 (3H, s) , 2. 6 6- 2. 6 8 (4H, m) , 3. 
3 6-3. 5 0 (4H, m) , 6. 07 (1H, s) , 7. 1.8 (1H, t, 
J=8Hz) , 7. 63 (1H, d, J = 8Hz), 8. 16 (1H, d, 

20 J = 8Hz), 11.12 (1H, brS). 

mmm 2 2 

5-7'p^-3-^on-2H-^y^yyy-i-tyi. o g> a — ^ 

f/vtv7^y2 g&m^x$mmi tmm\^!t^ff^\ 5 --fx**- 3 
- (4-^^/^t°^7t?^- 1-^*) -2H-- ry^yyy-i-ty^ 

25 #t 5 ^240-24 1^/^?. 'H-NMR ( 4 0 0 MH z , CDC1 
3 ) 8:2. 42 (3H, s), 2. 66 — 2. 80 (4H, m), 3. 37 
-3. 39 (4H, m), 6. 05 (1H, s), 7. 12 (1H, dd, 
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J = 8, 4 Hz) , 7. 8 2 (1H, d, J = 8Hz), 8. 20 (1H, 
d, J = 8Hz) , 11. 24 C1H, b r S) 

a£»J 2 3 

3, 8-^ap-2H-^y^f/!)y-l-tyi. Og, 4-^^/^t° 
5 -^9^2 g^V^-C^k^Jl tfi^cSJ&Sr?TV\ 8-^aa-3- (4 

■— ^^vn^^f— 1 — <M -2H — r y^/ v y-i-*vo. 56 

g^#fc„ ! H-NMR (400MHz, CDC1 3 ) 5 :2. 40 (3H, 
s), 2. 63-2. 6 6 (4 H, m) , 3. 35-3. 42 ( 4 H, m) , 
5. 70 (lH, s) , 7. 21 (1H, dd, J = lHz, 7Hz) , 7. 
10 26 (1H, dd, J = lHz, 8Hz), 7. 36 (1H, t, J=8H 
z) , 11. 14 (1H, brS) 

mmm 2 4 

3-^nn-7-^f;V-2H-^y^/!)^-l-tyi. Og, 4 — ;* 
f/l/l:X7 i^v 2 g %m^Xmifoffl 1 £ H0#t-R/££ ; ?TV\ 7 -fjsv- 3 

15 - (4-^^^t°^7^>-- 1 -"f a-) - 2H— < y^/ y 1 -*^o. 

2 3 g£r#fc 0 X H — NMR (4 0 0MHz, CDC 1 3 ) 5 : 2. 4 5 (3 
H, s), 2. 49 (3H, s), 2. 6 8-2. 9 2 (4H, m), 3. 30 
-3. 45 (4H, m), 5. 77 ( 1 H, s), 7. 32 ( 1 H, d, J = 
8Hz), 7. 40 (1H, d, J = 8Hz), 8. 02 ( 1 H, s), 10. 
20 7 9 ( 1 H, b r S) 

-mt&m 2 5 

7-/p ; &-3-^op-2H — fy^yiiy-i-t^i. Og v 4-/> 
- (4— ^^vi'tr-^s^— i -^/v) - 2H-/C y=¥/ y ^- 1-4-^0. 

25 6 6 g^|fc c 'H-NMR (4O0MHz, DMSO-d 6 ) 5:2. 2 1 
(3H, s) , 2. 3 9-2. 4 8 (4H, m) , 3. 06-3. 15 (4 
H, m) , 5. 80 (1H, s) , 7. 41 (1H, d, J = 8Hz) , 7. 
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65 (1H, d, J = 9Hz), 8. 06 (1H, s), 11. 29 (1H, 
b r S) . 

mnm 2 6 

5 mm 1 8t mm<o&ft&n^ 3 - ( 4 - ^7 5 / tr-< y ^v- 1 

HJSFll 2 7 

3- (4-^^t°^7^- 1 -> r^) -2H-^y^y 

y ^- 1 -^->c9ftfc>»? ^5-^ (4-^f/v7 5/ t°^<y 

10 v 5 ^- 1 -ivi") -2H — r y*/ y 1 -^srj^-cujfifli 1 9 tm 

mvmftZff^ 5-fc.Ko 3 - ( 4 - >M f;V7 5 / tV« y i?^- l 

-2H-^y^;yy-i-t^#5o 

2 8 

3 _^ nc2 _ 5- 7 ;>tP-2H- f y=3ry V 1 . Og, 4- 

15 ^7 5 y fcV< y i^y 2 g %m^XmMW'l l P^lfc^JE&Srff V> N 5 - 

-7^xi-z— (4 -v 5 / / tv<y i — r/v) -2H-- f y 

^!)y-l-^0. 24g£r#fc 6 1 H — NMR (4 0 0MHz, CDC 
1 3 ) 6:1. 71 — 1. 80 (2H, m), 2. 00-2. 05 (2H, m) , 

2. 37 (6H, s) , 2. 35-2. 40 ( 1 H, m), 2. 80-2. 
20 90 (2H, m), 3. 80-3. 86 ( 2 H, m) , 5. 91 (1H, s ) , 

7. 13-7. 26 (2H, m) , 8. 0 2 ( 1 H, d, J = 8Hz), 1 
0. 9 3 (1 H, b r S) . 
$^MM 2 9 

3, 5 -v 5 ^ a a- 2H--f V 5: J y 1 -^"^ 1 . Og s 4-v^^vV 

3- (4-v ? y^/vr$ / tv<y i r/i/) -2H-- ry^yy^- 
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l-ty2 4 9mg%#fc 0 M2 10-21 l^/ftM. a H-NMR (4 
0 0MHz, CDC 1 3 ) 8:1. 7 4- 1. 8 0 (2H, m) , 2. 01- 

2. 04 (2H, m) , 2. 29-2. 31 (7H, m) , 2. 85-2. 
91 ( 2 H, m) , 3. 81-3. 85 ( 2 H, m) , 6. 08 (1H, s ) , 

5 7. 17 (1H, dd, J = 8. 4Hz) , 7. 62 ( 1 H, d, J = 8H 
z) , 8. 18 (1H, d, J = 8Hz) , 10. 63 (1H, b r S) . 

mmm 3 0 

3, 6 - ^'p o-2H--fy^/^-i - tv 1 . Og, 1— ^/vtr 

-<"7^2 g&m^xmmvn tmu\^^n^\ 6-^00-3- (4 
10 -^^tv^s^- 1 .— >f/v) -2H-' r y^r/ y 1 -^->-o. 25 

gt#fc. ^-NMR (4 0 0MHz, CDC1 3 ) 5:2. 4 3 (3H, 
s), 2. 60-2. 65 (4H, m) , 3. 30-3. 34 (4H, m) , 
5. 68 (1H, s) , 7. 21 (1H, dd, J = 2Hz, 9Hz) , 7. 
38 (1H, d, J = 2Hz) , 8. 15 (1H, d, J = 9 H z) , 11. 
15 0 6 (1 H, b r S) . 

mMms 1 

7-/n^-3-i?Pt3-2H-^y d f/yy-l-i">'l- Og, 4—5? 

p^E— 3- (4-^f/U7 5 / f^y i?^- 1 — Y/W -2H->fy*/ 
20 V >- 1 1 4 5 m g %ntc 0 m& 2 2 7-2 2 8°C/5^. 1 H — NM 

R (4 0 OMHz, CDC 1 3 ) 5:1. 76-1. 78 (2H, m) , 12. 
04-2. 06 (2H, m) , 2. 42-2. 44 (7H, m) 2. 80- 
2. 85 (2H, m) , 3. 7 4-3. 7 8 (2H, m) , 5. 70 (1H, 
s) , 7. 24 (1H, s), 7. 60 (1H, dd, J = 8, 4Hz), 
25 10. 4-10. 6 (1H, brS) . 
%M&\ 3 2 
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5-^a ; t-3-^OB-2H-'fy^3y-l-t>'l. Og, 4-v? 

U-^y^vKr? y if^y-s^— 1— > f/w) -2H-- ry^y 

y V- 1-^-^3 7 3mg4r#t, 2 14-21 5<C/##?. X H-NM 
5 R (400MHz, CDC 1 3 ) 5:1. 72-1. 8 2 (2H, m) , 2. 
01-2. 04 (2H, m), 2. 31-2. 3 2 (7H, m) , 2. 54 
-2. 91 (2H, m) , 3. 96-3. 89 ( 2 H, m) , 6. 07 (1 
H, s), 7. 08 (1H, t, J = 8Hz) , 7. 89 (1H, d, J = 
8Hz), 8. 22 (1H, d, J = 8Hz) , 11. 31 (1H, brS). 

io 3 3 

3-y a d — 5 — y/V^-n- 2H-^ y^rJ V ^— 1 . Og, 4- 

. (2-kKo V 2 g £:J^T|llfe0!l 1 t mm^BU&& 

frV\ 5-7/^^-3- (4- (2 - 1 KtJ^iX^^/^) t^y^-l 

— C/i-) -2H-^fy^y yy-i-tyi 6 im g %#fc 0 Bb&2 07- 

15 2 0 8VM. ! H-NMR (400MHz, CDC1 3 ) 5:2. 6 4 — 
2. 66 (3H, m) , 2. 72 — 2. 74 (4H, m) , 3. 29-3. 
31 ( 4 H, m) , 3. 67-3. 69 ( 2 H, m) , 5. 90 (1H, s), 
7. 15-7. 27 (2H, m) , 7. 98 ( 1 H, d , J = 8Hz) , 
10. 54 (1H, brS) . 

20 3 4 

3-^np-6-/f;i'-2H-i'y^yyy-i-tyi. og, 1— y 
2 g mv^t^wj 1 1 mm^Rit^n^. 6 3 

- (4 -y f;nf^?j;y- 1 — <>V) -2H — fy^yyy-i-tyi 

2 4 m g JHj& 2 4 2-2 4 3 'H-NMR (4 0 0 MHz, 

25 CDC1 3 ) 5:2. 37 (3H, s), 2. 41 (3H, s ) , 2. 62 — 
2. 73 (4H, m) , 2. 2 0-2. 2 4 (4H, m) , 5. 67 ( 1 H, 
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s) , 7. 08 (1H, d, J = 8Hz) , 7. 16 ( 1 H, s) , 8. 1 
0 (1H, d, J=8Hz) , 10. 30 (1H, b r S) . 

nmm 35 

3-^nn-6-^f;w2H-^y^yyy-i-tyi. og, i-(2 

5 - 1 Ko^^i^) tXy v 5 ^ 2 g £r|gV>T||»!] 1 t IrJ£&K^J&S:?tV\ 
3- (4- (2-tKo^>xf;V) tV^S?:'— 1 — >f AO -6-^5vV 
-2H-^y^f/ 1J ^-1-3-^1 3 8mgS:#fc, S&&2 3 6-2 3 7°C 

1 H — NMR (4 0 OMH z , CDC 1 3 ) 5:2. 4 3 (3H, s) , 
2. 6 6-2. 6 8 (3H, m) , 2. 7 5-2.- 7 7 (4H, m) , 3. 
10 27-3. 29 (4H, m) , 3. 68-3. 70 (2H, m) ,- 5. 69 
( 1 H, m) , 7. 10 (1H, d , J = 8Hz), 7. 19 (1H, s), 
8. 1 1 (1H, d, J = 8Hz) , 11. 12 (1H, brS) . 

mmm 3 e 

- u-^^v^t 0 -^^- 1-4^) -2H-4 y^-y v f~ i - t^2 

9 2mgWCoi^2 2 4-2 2 5°C/^. 1 H — NMR (4 0 0MHz, 
CDC 1 3 ) 5:2. 35 (3H, s) , 2. 5 8-2. 6 0 (4H, m) , 
2. 8 6 (3H, s) , 3. 26-3. 27 (4H, m) , 5. 67 (1H, 
20 s), 6. 97 (1H, d, J = 4Hz), 7. 18 (1H, d, J = 8H 
z) , 7. 33 (1H, d, J = 8Hz) , 10. 78 ( 1 H, brS) . 
MMM 3 7 

7-yo^-3-^oa-2H--{ y^y y y-i-txi. o gN i-(2 

25 7 -^P^-3- (4- (2-1:?^^^) \*'<9i?>—l—'tA') 

-2H-yy^/uy-i-tyo. 4 6 g£r#fc 0 *h-nmr (400 

MHz, CDC1 3 ) 5: 2. 68 (2H, t, J = 5Hz), 2. 6 



114 



WO 02/094790 



PCT/JP02/04995 



8-2. 78 (4H, m), 3. 28-3. 32 (4H, m), 3. 
70 (2H, t, J = 5Hz), 5. 71 ( 1 H, s), 7. 27 (1 
H, d, J = 7Hz), 7. 61 (1H, dd, J = 2Hz, 9Hz), 
8. 33 (1H, d, J = 2Hz), 10. 75 ( 1 H, brS). 

5 mmm 3 8 

3-^pp-5-=fp-2H— fy^y yy-i-^-yi. og s 1 
^-jvM-^y^i. — 1 — r/u) -5-— fn-2H-^ pv-i-t^ 

0. 7 8g£#fc 0 X H — NMR (DMSO-d 6 ) 8 : 2. 2 1 (3H, 
10 s) , 2. 3 5-2. 4 5 (4H, m) , 3. 2 2-3. 3 2 (4H, 
m) , 6. 37 (1H, s), 7. 26 (1H, t, J = 8Hz) , 8. 
34-8. 37 (2H, m>, 11. 58 (1H, brs) . 

mmm 3 9 

3- (4-^^/VtV7i?y-i-^/V) -5-=b0-2H fy^f/D 

15 1-^-^1. 0g«:^;-;H0mLtasj)?USii^0. 3 S i3X 

TfiffltfUrM 0 . 0 5 g ^P^XJP^MTi-^TK t K7^0. 5 m L St 

20 n-r h^77^- }--C«MUfc 0 ^nn*;Ui, : ^ ;U= 1 0 : 1 JfEfcH 

5-T^y-3- (4-y^tXy^y-l-^;l/) -2H f 

V*cJ V >— 1-^-^1 zKftiD^O. 4g£r#tc 0 X H — NMR (DMSO- 
d 6 ) S: 2. 20 (3H, s), 2. 3 5-2. 4.5 (4H,m), 3. 
25 0 2-3. 1 2 (4H, m), 5. 40 (2H, s), 5. 80 ( 1 H, 
s), 6. 74 (1H, d, J=8Hz), 6. 91 ( 1 H, t, J = 8 
Hz), 7. 26 (1H, d, J = 8Hz), 10. 97 ( 1 H, br s). 

4 0 
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5-T5/-3- (4-^^tf^7^v- 1 — <M -2H-- fy^yy 

o gtrifVK^^-^trffiV^, 5-fTy-3-(4 
-^f/l/f^7i?y- 1 — ' fAO - 2H— f y^r/ y 1 — ^&#3o 
HJB^J 4 1 

5 3_^ t3CI _ 8 _^^ / v-2H-^y'3f/ y y-l-tVl. 0g N 4-(2 

3 _ [4 _ ( 2 -t KD^x^v) bT^9^-l~^^3 
-2H — i y*cS y ^-1-^-^3 6 5mg£r#fc 0 2 0 9-2 1 0°C 
1 H — NMR (4 0 OMH z, CDC 1 3 ) 6:2. 6 0-2.63 
10 (3H, m) . 2. 6 8-2. 7 1 (4H, m) , 2. 8 5 (3H, s) , 
3. 2 7-3. 2 8 (4H, m) , 3. 6 4-3. 6 6 (2H, m) , 5. 
67 (1H, s), 6. 97 (1H, d, J = 8Hz) , 7. 19 ( 1 H, 
d, J = 8Hz) , 7. 34 (1H, d, J=8Hz) , 10. 89 ( 1 H, 
b r S) . 

15 m$&m 4 2 

3 -#nxi — 5-7^tP^f/V- 2H— 4 y*cS y 1 — Jrtsl. 0 g, 

! -^^^7^2 s &m\,*x$&&wi kmmK%j&%zft^\ 3- (4 

-^fyVtVy^y- 1 — {/V) — 5- h V 7 f^Jrv y 9VV— 2 H — f y^ 

20 mMm 43 

3- i 5't3n-7-y^V-2H-^y :3 ry DV-l-^l. Og, 1- (2 

3 _ [ 4 _ (2-tKo^f;v) t°^7^-l — r/H 
- 1H-- T y^y y ^-1-^-^2 3 5mg^#fc 0 ^-NMR (4 0 0M 
25 Hz, CDC1 3 ) 5:2. 44 ( 3 H, s) , 2. 67 (2H, t, J = 5 
Hz) , 2. 6 8-2. 7 8 (4H, m) , 3. 2 5-3. 2 9 (4H, mj , 
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3. 60-3. 68 (2H, m), 5. 75 (1H, s), 7. 31 (1H, 
d, J=8Hz), 7. 38 (1H, dd, J = 2Hz, 8Hz), 8. 0 
3 (1H, s) , 10. 8 6 (1H, b r S) . 
HW044 

5 3-^no-5-^f/l'ft-2H-^y^/!Jy-l-^l. Og, 1 
-^^/Hf^7 2 g Sr/Bv^xHifetfll l £ IPI«lJ:SJtS:4rffv\ 3 - (4 - 

fVl'tV^ - 5 — * ^/V^-^r— 2 H f y ^r/ 9 1 

4 5 

io 3-^PP-5-^f;v75y-2H-^y^y uy-i-^-yi. 0 g s 

1 -^^ut°-<y> ? ^2 g»T»Jl JE£!fc:SfS$:?TV\ 5-^y 
^7?/-3- (4-^^k t '<7i ? y-l-^/V) -2H--Yydf7y 
> — l-^-^^#-5 0 
^#1)4 6 

15 3 - ^ C3 a — 5 - — h a — 2 H — f y^r/ P y- 1 -t^ 1. Og, 4— 
y f/l/7 $ y If^P 2 g 3rffi\^T^}£#!i 1 t t^^t^SJSSrff V\ 3 - (4 

-*s*?-jvt5. y t°-<y 1 — r/v) - 5 b a - 2H-- r y^r / y 
^- i -^y^#5 c 

$mm* 7 

.20 3- — { ?V) -5-— hu-2H — f 

y^y y l-t^i. o s &f e ^Ji^-am^ u s-T^y-3 - (4 
—yy f/v7 5 y t°-<y 1 — ovo - 2H-y y=¥y !)y-i -^-^ 

HJk#iJ 4 8 

25 3-ynn-5-by 7;i/tn^f^-2H--f y=^y y v- i -tyi. 
o g N 4 - >>y ^ 2 g %m ^xmMM 1 £ fiTO-^&Sr 
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p^^-zv— 2H-- f y^y y y-i-ty^r#5 0 

^Jfefcl 4 9 

3-^Do-5-^^tt-2H-'f y^c-y y y— 1— sj-^l. O g> 4 

5 _ ^ ^/i^r 5 y tT"< y v 5 ^ 2 g &m^xmM&} i £ m^^^^^vx 3 

4 y*y v -y— 1 
^ffiw 5 0 

mmmA 7-t?#b*L65-T$/-3- (4-^f;V7$/t^P^- 
10 1— WW) fy^7 0 g trlf ^ bWt- 

^rfflV^T, 5-V7/-3- (4-^W5/t^y^-l — OV) 
- 2H-4 y*/ V y- 1 

5 1 

3-^t3ta-5 N 7-^f/v-2H-^y^y Og; 

15 1 — y ^t s -i7v?y2 g^rffiV^T^Jfi^lIl i:l^il^^jS?rfTV\ 5, 7 — 

v^y^/i— 3- (4 — y tvh^^^- 1 — f/^-) - 2H-^ y=¥/ y ^ 

5 2 

3. 5, 7-M)^pa-2H-^y^;y>-i-tyi. og. i-y 

20 fvvfc 0 ^^^ g^V^T^^Jl tlD^^^^tTVV 5, 7-&?n 

a-3- (4-^w^7^-i — f/v) — 2 h — f y^y y v— 1 — 

5 3 

5, 7 - ^p^- 3 -y p n-2H — {y^r/py-l-^yi. Og, 
25 l-yf;vf-<7^>'2 g^ffl^T»!|l i^f 5, 7- 

^^n^-3- (4-^^x7^-1-^^) - y^y v y 
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MMfrl 5 4 

3-^pn-5, 7-^7;Vtn-2H-^y^/J)X-l-^l. 0 g s 

i-*^As\f^7*?>2 g&m^xmifcMi kmmzEjfc&ft^ 5, 7- 

5 i^Aoa-a — 3 — (4-^f;vt^7^y-i--i > ^) -2H-- fy^yy 
y- 1 

Hffiftl 5 5 

1 ->f;nf^7^2 g^ffiVNXHJS^J 1 kmmKfcJ&$:ft\<\ 5-yn 

10 ti — 7 3 — (4-y-?;vtr^7^>'- 1 -'f/H - 2 h— -f y 
^y y y- 1 

^JS#<] 5 6 

i -y^t^7^y2 g ^^t^ji^i 1 tmu\^Rft^n\r\ 6, 

15 7-i?t Fcidr-v— 3- (4-yf;Vk^7^-l--f^) -2H — TV 

^yyy-i-^y«l5 0 
H;6£#!l 5 7 

3, 5, 7- b y ^ nn- 2H- ( V^rJ V ~y- 1 —Hr> 1 . 0g;4-i? 

y f;v7 5 y tv* y 2 g Srffl 1 vrHJSflil i t mm^Rft^n^^, 5 , 7 

20 f/V7$ 7 tf^y 1 -- f/l^) -2H— f 

y^y y y- 1 -^-v^#-5 0 

^J£#J 5 8 

5, 7-v?7'P ; t-3-^oP-2H ( V *r J V is— 1 —jrls 1 . Og, 

4 -i>y ^/vr 5 y t°^y 2 g &;Hv>T0l}feeg 1 1 mn^fcfo*ft\<\ 
25 5, 7-^13^-3- (4-^f;v7^yf^yi?y-i-'f^) -2 
h--y y^y y y- 1 -^-^#5. 
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mst&m 5 9 

5 -r/n^e- 3, 7-^pn-2H--Yy^y!;y-i-tyi. o gN 

4 - ^ f;V7 5 / v 5 ^ 2 g ^ffiV^T^Jfi^l 1 t mWzRfc&ft^K 

5-7*v=e-7-?W-3- tr*<y v^-l--^) 

5 - 2H — f y=ar/ y ^- 1 -^-y?r#5. 

Hm#!] 6 0 

3 _^^p_ 6) 7 2H-- r y^y y ^ — l-tvi. o 

v\ 6, 7-i?tKs^-3- (4-^w?;f'< , ;^-i — f 
io /v) -2H — ry^r/y^ — i-^-^^#s 0 

6 1 

3-^pp-2h — fy^f/yy-i-tyi. og, 4— (4— ^/v^y 
y) -^Dv>y2 g^V^HJSMl tlRMiifciRJf&SrfTVV 3- [4- (4 

15 #5„ 

H«!l 6 2 

3-^oo-2H-^y^!)y-i-^i. og. 4- [2- (t°^y 

1 — jWO ^^/k] t'^^y 2 g&m^xMMM 1 fcl^^J&Sr 

*fV\ 3- {4- [2- (t^yv^-l <As) ^>V\ tT-<9^V-l 

20 — - 2H-^r y^y y ^- 1 -*>o. 4 2 g $r#fc 0 i h— nmr (c 

DCI3) 5:1. 45-1. 60 (6H, m) ., 2. 40 — 2. 7 5 (12 
H, m) , 3. 2 6-3. 2 9 (4H, m) , 5. 7 4 (1H, s) , 7. 
25-7. 29 (1H, m) , 7. 38 ( 1 H, d, J = 8Hz) , 7. 5 
2-7. 56 (1H, m) , 8. 22 (1H, d, J = 8Hz), 11. 1 
25 9 ( 1 H, b r S) . 

mMm 6 3 
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3-^ oa- y^rJ V 1 -tirlsl . Og. 4- [3- (fc°*<y 

S?^- 1 ->T/v) 37°£* fcVi/J tV^S?!" 2 g ^v^x«^y 1 ^ma^^js 
&f?V\ 3- {4- [3- (fc^y^-l — ^nfcVK) fcV^S^ 

-l— f/W -2H-/fy^;yy-i-tyo. 26 g£#fc 0 l h-nm 

5 R (CDC 1 3 ) 6:1. 39-1. 95 (8H, m), 2. 41-2. 68 
(12 H, m), 3. 25-3. 29 (4H, m) , 5. 75 (1H, s), 

7. 27-7. 30 (1H, m), 7. 39 (1H, d, J = 8Hz), 7. 
55 (1H, d, J = 8Hz) , 8. 24 ( 1 H, d, J = 8Hz) , 10. 
05 (1H, brS) . 

10 MMffl 6 4 

3-^czn-2H — fy^ypy-i-t^i. Og, 4- [4- (4-^e 

y y ) :/9vV] 2 g v vrr|U60!l 1 i I^J3Sfc:KJ&&?7V\ 

3- {4- [4- ^/i^] tr^^- 1 ->iVW -2 

15 HJ£0»J 6 5 

3-^po-2H-^y^y yy-i-t^i. og, 4- [4- (t^y 
v 5 1 -^r ao ^^/v] fcv<^ ^ 2 g ^fflVN-r^jfiW i i IrI#^^&St 
^?v\ 3- {4- [4- (t^y^v-i — r^o Zff-A''] M'^y^>-1 

—< (M - 2H--T V ^-1-^-^0. 2.8 gSr#fc 0 X H — NMR (4 

20 0 0MHz, CDC 1 3 ) 5:1. 40-1. 68 (1 0H, m), 2. 28 
-2. 50 (8H, m) , 2. 60-2. 68 (4H, m) , 3. 26-3. 
32 (4H, m) , 5. 76 (1H, s) , 7. 28 ( 1 H, t, J = 8H 
z), 7. 4 0 (1H, d, J = 8 H z ) , 7. 53-7. 57 ( 1 H, m) , 

8. 24 (1H, d, J = 8Hz), 10. 99 (1H, brS) . 
25 HWJ 6 6 

3-^un-2H— f yar/yy-i-^yi. o g> 4- [5- (tr^y 
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3- {4- [5- (tr^y s?^- 1— r^) -^^ki e^v^ 

— 2H— ' TV^r/ V >- l-^r>0. 3 2 g 3r#fc 0 'H-NM 
R (4 0 OMHz, CDC 1 3 ) 6:1. 3 5-1. 7 5 (1 2H, m) , 2. 
5 4 2-2. 7 0 (1.2H, m) , 3. 2 4-3. 2 9 (4H, m) , 5 . 7 
5 (1H, s), 7. 26-7. 30 (1H, m) , 7. 39 (1H, d, 
J = 8Hz) , 7. 53-7. 57 (1H, m), 8. 24 (1H, d, J 
= 8Hz) , 10. 51 (1H, brS) . 
6 7 

10 3 uu- 2YL-4 y*cS V >~ 1 Og. 4- [4- (4-* 

fyvtvy^^- 1 -^r/p) ^/v] t^^v ; >'2 g &m^MMm i tm 

mKBifo&ft^ 3- (4- (4- U-^^fx^v^-l-- f;v) :/ 

msfli 6 9 

15 3-^na-5-^ TvV- 2 H — f y=¥7 JJ >—l-^l. 0 g, 4- (4 

-y^yv-3- [4- (4-^*y/) f^y^-i-^/v] - 2H- 
xfy^;j;y-i-tyo. i5 g Sr#fc 0 'h-nmr (cdci 3 ) d: 

1. 6 8-1. 8 0 (2H, m), 1. 9 5-2. 0 5 (2H, m), 2. 
20 3 5- 2. 4 3 (1H, m), 2. 46 (3H, s), 2. 56-2. 6 
3 (4H, m), 2. 7 6-2. 8 5 (2H, m), 3. 70-3. 80 
(6H, m), 5. 78 ( 1 H, s), 7. 16 (1H, t, J = 8Hz), 
7. 39 (1H, d, J = 7Hz), 8. 13 (1H, d, J = 8Hz), 
1 1 . 6 4 ( 1 H, b r S). 

25 MMM 7 0 

3-^p P -5-^f;v-2H-^y^y yy-i-tyi. o g> 4- [2 
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mz.BLl&&ff\,\ 5-^/1—3- {4- [2- (fc^y v?>- 1 — <?V) 

=^*?)V\ tv<9t?v— i — iM -2H — fy^ryyy-i-^o. 12 

g&^tc 0 1 H — NMR (CDC 1 3 ) d : 1. 4 5-1. 6 5 (6H, m) 
2. 46 (3H, s), 2. 46-2. 72 (12 H, m), 3. 24-3. 
5 3 0 (4H, m) , 5. 76 (1H, s) , 7. 18 (1H, t, J = 8H 
z) , 7. 40 (1H, d, J = 7Hz) , 8. 12 (1H, d, J = 8H 
z), 10. 55-10. 70 (1H, m) . 

mmm 7 1 

3-^nti-5-^^^-2H-^ydry y^-l-^-^l. 0g s 4-[3 

10 - ( t°^y 1 r/t') ^ tvp] v?^ 2 g m^-ch^ii 1 £ 
' mm^fcjfc&ft^ 5-^^-3- {4- [3- (t°-<y v^^-i— r/v) 
t°p tvw] tf^^-v?^- 1 — (M -2H — fy^-yyy-i-tyo. 5 

6 g%#fc 0 1 H — NMR (CDC 1 3 ) d : 1. 42-1. 85 (8H, m) , 
2. 38-2. 50 (8H, m), 2. 47 (3H, s), 2. 68-2. 
15 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 7 7 ( 1 H, s) , 

7. 19 (1H, t, J = 7Hz) , 7. 41 (1H, d, J = 7Hz) , 

8. 13 (1H, d, J = 7 H z ) , 11. 13 (1H, brS). 

mmm 7 2 

3-^pa-5-y^-2H-^y^-;y^-l-^l. Og. 4-C5 
20 - (t*-<y i?^- 1 -WAO ^^A-] t°-<9v ? >'2 g ^^VN-C^i£^J 1 1 
l^«Hz:KJ£«:*TV\ 5-^^-3- {4- [5- (t^U-^^-l fA) 

-o-^-zv] tx7i?y-i-/f;i,} -2H — f y^y yy- l-tvo. 3 

5 g^#fc D X H-NMR (CDC 1 3 ) d:l. 38-1. 72 (12 H, 
m), 2. 32-2. 51 (8H, m) , 2. 47 (3H, s), 2. 68 
25 -2. 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 7 7 (1 
H, s), 7. 18 (1H, t, J = 7Hz) , 7. 40 ( 1 H, d, J = 
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7Hz), 8. 13 (1H, d, J = 8Hz), 10. 97 (1H, brS). 

$mm 73 

3-^pn-5-^f/v-2H-^y^/!)y-l-tyi. Og, 4- [4 
- (tf^U v>V- 1 — f A') ^/V] ^7^/2 g SrfflV»"r^Jfi^J 1 b n 
5 «fc»SSrfTV\ 3- {4- [4- (f^P i^-1 -< (M 

y^vv] tr^t?^— i— ivv) -2H-/fy*;yy-i-tyo. 6 7 

g%#fc„ l H-NMR (4 0 0MHz, CDC1 3 ) 5:1. 40-1. 6 
3 (1 OH, m) , 2. 26-2. 50 (8H, m), 2. 48 (3H, s), 
2. 6 0-2. 6 5 (4H, m) , 3. 2 2-3. 3 0 (4H, m) , 5. 
10 77 (1H, s), 7. 19 ( 1 H, t, J = 7Hz) , 7. 41 (1H, 
d, J = 7Hz), 8. 14 (1H, d, J = 8Hz), 10. 60-10. 
9 8 (1H, a) . 

mmm 7 4 

3-^op-5-^f;V-2H-^fy^/y is- 1 0 g. 4- [4 

15 - ( 4 -^a^ y / ) 2 g mv>-ciu£#!] 1 1 mu^fc 

/S^tv\ 5-t^a-— 3- {4- [4- C4-^e/v*j;/) ^/l/] fc°-< 
7^V-1-^ A} - 2 H-^f y ^f / P y- 1 - t V 6 2 5 m g Sr#fc 8 
,^1 7 7- 1 7 8t/^i- 'H-NMR (4 0 0MHz, CDC1 3 ) 6: 

1. 7 6-1. 7 8 (8H, b r S) , 2. 46 ( 3 H, s) , 2. 48- 
20 2 . 5 0 ( 4H; b r S) , 2. 69-2. 71 (4H, b r S) , 3. 2 

9-3. 31 (4H, brS), 3. 74-3. 76 (4H, biS), 5. 

77 (1H, s) , 7. 18 (1H, t, J = 8Hz), 7. 40 (1H, 

d, J =8 Hz), 8. 12 (1H, d, J = 8Hz) 

^mm 7 5 

25 3-^T3n-5 -^f;V-2H-^ y^;P >- 1 1 . 0 g. 4 - [4 
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MMl tmmfcfcfo&ftVK 5-^9VV—3- (4- (4- 

V- 1 -*>5 9mg ^:#fCoB4^2 0 2-2 0 3°C/^. 1 H — NMR (4 
0 0 MHz, CDC1 3 ) 5:1. 60-1. 62 (8H, brS), 2. 1 
5 8 (3H, s) , 2. 3 7-2. 3 9 (8Hz, b r S) , 2. 47 (3H, 
s) , 2. 6 4-2. 66 (4H, brS) , 3. 2 4-3. 2 6 (4H. 
biS), 5. 77 (1H, s) , 7. 18 ( 1 H, t, J = 8Hz), 7. 
41 (1H, d, J = 8Hz) , 8. 13 (1H, d, J = 8Hz) . 

mmm 7 6 

10 3-? W- 2H — ( V^r/ V Z/- 1 -^1^1 . Og, 4- [4 

- ( y l —f/v) zf^v] t"-<7 ^ 2 g £J^TH;6£#!J l £ P 

^»&£:*TV\ 7-^n^-- 3- {4- [4- (t°-< J> 1 ->f/V) 

^/v] t°^i>>--i — f/W -2H — fy^/yy-i-tyi75m 

g£r#fco M2 1 l-2 12t/^. *H — NMR (400MHz, CD 
15 Cl 3 ) 5:1. 20—1. 80 (1 2 H, m) , 2. 35-2. 45 ( 6 H, 
m), 2. 60 — 2. 62 (4H, m) , 3. 21-3. 31 (4H, m) , 
5. 66 (1H, s), 7. 21-7. 24 (1H, m) , 7. 58 (1H, 
dd, J = 8 , 4 H z ) , 8. 32 (1H, d, J = 4Hz) , 9. 85 (1 

H, b r S) . 
20 MMM 7 7 

3, 5-*J? nxi — 2H — {V^J V >~ 1 — 1. Og, 4-[4- (fc° 

j&<Sr?TV\ {4- [4- (f-^y^V-l -?J->V\ 

1 --</W - 2H-4 V > — 1 -;<*->- 1 6 6mg£#fc 0 

25 Ml 7 2- 1 7 3°C/;fr#f. a H— NMR (4 0 OMHz, CDC 1 3 ) 5 : 

I. 57—1. 63 (12 H, m), 2. 44-2. 47 (6H, m) , 2. 
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6 2-2. 6 5 (4H, m) , 3. 2 8-3. 2 9 (4H, m) 6. 04 (1 
H, s), 7. 17 (1H, t, J = 4Hz), 7. 62 ( 1 H, d, J = 
8Hz), 8. 15 (1H, d, J = 8Hz) , 9. 66 (1H, brS). 

mtfm 7 8 

5 5-^P ; t-3-^nP-2H — (y^/yy-l-tVl. 0g s 4-[4 

- (tr^u e^v- i — r/W t° 2 g &fflv^|£i£#) 1 1 R 
$h-£OS£*tv\ 5-^p^-3- {4- [4- (e-<y^:y-i T/V) 

£r#fc 0 Bfc/&1 6 5-1 6 X H — NMR (4 0 OMHz, CDC 

10 1 3 ) 5:1. 20 — 1. 25 (8Hz, m), 2. 38 — 2. 63 (12 H, 
m) , 3. 2 7-3. 2 9 (4H, m) , 4. 0 2-4. 06 (2H, m) , 
6. 01 (1H, s), 7. 08 (1H, t, J = 8Hz) , 7. 7.8 (1 
H, d, J = 8Hz), 8. 17 (1H, d, J = 8Hz), 9. 98 (1 
H, b r S) . 
is mMM 8 O 

3, 5— i??vxi — 2H-- i y^-y y is—i—x-fi. o g, 4 - [4- (4 
-^e/v^ v / ) -f^M fc^y s?^ 2 g ^m^xmrnm 1 1 mm^R^n 

l\ 5-^BO-3- {4- [4- T'^/V] k^7^^ 

- 1 -4M -2H-4 V >- 1 —*>6 0 3mg«:#fc. 1 9 
20 5- 1 9 6°C/ftM. 1 H — NMR (4 0 OMHz, CDC 1 3 ) 6:1. 6 

5 — 1. 73 (4H, m) , 2. 47 — 2. 55 (8H, xn) , 2. 7 5- 
2.7 8 (4H, m) , 3. 4 3-3. 4 5 (4H, m) , 3 . 8 1- 3. 
84 (4H, m) , 6. 14 (1H, s), 7. 26 (1H, t ; J = 8H 
z) , 7. 71 (1H, d, J = 8Hz) , 8. 24 ( 1 H, d, J = 8H 
25 z) , 1 O. 9 9 (1H, brS) , 

mm 8 1 
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^±^/VT 5^1. 4ml f7tKn77y26ml ^^L, - 7 8 °C 
T'n-^f/l-!)f !?AC^tyit (1. 5 9M, 4 2ml) ^ITbfc. 

o < c-c 3 o u - 78 < c*t??^j bfc 0 2-y ^-/v^mm. 

4. Ig©rf7t FP77«2 6ml SriRTU 0^C"C3 0#&#U 
5 - 7 8t$t^lt 1 — <^v ? ^=¥^/^=^- 

J fcV<y ^>-7. 2 gtf>^ h7t K»79>1S»[2 6ml t^TU ~ 7 8°C 

hi?7 7 -f^fcltt Ufc 0 : ^i7y— 71^=3 0 : 1 SfctiJ 

Ic^r y iT'u y — /vt> f?*£tfl -Srfr 5^tt*3- (l— <^ i^/v^- a- 
dwv-t^y ^y-4 — ivv) -2H — fy^y py-i-t^i. 2 g & 

UT#fc„ M 17 9-181 «C. 3- (1 -'ZyVflstt^U 

/v^—zisM'^y *j>zs- 4-4 M -2H-^y^/!)y-i-tyi. 2g 

15 n/Js^A 10ml t£M^£-fr. ^kfoMW.<D%m$&W. 5 m 1 £r?^Tb 

a£*&»8lU 3- (fc°^y i^-4 — f/v) -2H-^y^f7!Jy-l- 

*>Mik7kmmm. 1 . 1 g &#fc 0 m> 2 7 o°c. 

HJS^J 8 2 

20 n«J8 n?#t,jifc3- — -2H— ry^yyv 

- 1 -^H-fbMS&tfcl • 1 g £7ir b- h ^7^2 Oml fcJgiBU 3 7% 
*MT;P7t K (2. 8ml) ZMx-XfrlfcTXfcmik^'TS V 
y«7A (O. 6 6 g) SriB^Lfc. Bl&O. 3 6ml5riTLT««^ 

WWUfc^nsr^ yy^ tvwvi^-^-y ^/-/i^f5M,u 3- (1 
-y^-7^t°-<y i^y-4— T/v) -2H-^y^; yy-i-*yi/5* 
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#^P«feO. 1 8 g£#fc 0 1 H — NMR (4 0 OMH z, DMSO- d 6 ) S : 

1. 6 0-1. 6 9 (2H, m), 1. 8.6-1. 94 (4H, m), 2. 1 
9 (3H, s), 2. 34-2. 41 (1H, m), 2. 82-2. 91 (2 
H, m), 6. 36 (1H, s), 7. 41 ( 1 H, t, J = 7Hz), 7. 5 

5 9 (1H, d, J = 7Hz), 7. 6 3-7. 67 ( 1 H, m) , 8. 12 (1 
H, d, J = 8Hz), 11. 21 (1H, brS). 

2, 2, 6, 6-T^7^7 4 /H^^^9. OmL^f h7fcK»77y8 
OmLtliU *ftTTn-7*^;V!;f !>A (1. 6 mo 1 /L) 4 0m 

J£»£N, N-^xf;U-2-^f/V^yX7$ K10 g <£>T" h7t KP7 
7«8 0mLS:ITU OtTT? 1 B#OT#Ufc 0 M^-7 8^T' 
Jfr£|JU 4-^77 - 1 -p«^/Vlf-<y v?>-5. Og©ff7tKn77V 

>—4— r/p) -2H-- ry^y y i -^-^com^^^7c 0 c^>ffiig 
20 MiMi&'Mm.i', 3- (i -y^/m^y s?^-4 — ivi-) -2H—ry^/ 

!)y-l-ty5. 3g^fc D 1^2 5 5-2 5 7^. 'H-NMR (4 0 
0MHz, DMSO-d 6 ) 5 : 1. 6 0 — 1. 6 9 ( 2 H, m), 1. 86 
-1. 94 (4H, m), 2. 19 (3H, s), 2. 34-2. 4 1 (1H, 
m), 2. 82-2. 91 (2H, m), 6. 36 (1H, s), 7. 41 (1 
25 H, t, J = 7Hz), 7. 59 (1H, d, J = 7Hz), 7. 63-7. 
67 (1H, m), 8. 12 ( 1 H, d, J = 8Hz), 11. 21 ( 1 H, 
brS). MS (EI) 2 4 2 (M+). 

mmm 8 3 
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1 -t^y-2H-'fy^y y ^— 3— ^/i^^gfeo. , 5 6 g . 4— ^^/v 
tr^^^o. 33 g , $Dir;hyxW5vo. 84mi*^^v* 
;i-A7 nnomi h y 7^/-^- 1 — f /v^^ 

mm&mm u-c# t>fritmt&f v * ? a * n 1*^? 7 -r — k# l 

fc„ tun ^/UA : ^ ^ J —?V= 10:1 l^#b*tftgaSfc 

10 3— ( (4-^^/V-t"^7v > >'- 1 — /l^) tf^Vrffcs/V) -2H--fy^/ 
>/y-l-tyO. 2 9 g$r#fc„ gil,£l 7 O- 1 7 2*C 
H3M 8 4 

2-^^/v^,iv^*5J:t^3-v ? ^^vr $ tr*= hy/w&jswr^ 
mm si t mm<DjrW;-T?fcj&&ft\,\ 3 - ( 2 - 5 / ) ^^/v) 

15 -2H-4 y^rSVl- l-^-V^#<5,> 

IU60il8 5 

2 - p< fA$Afili <t 4 - v?^ f/v7 $ y ^ o =. h V v ^xmM 
M 81 fc ra«©*ifeT*aS:Srff V\ 3 - ( 3 - ^7 ^7) 7a tT/w) 
-2H fydr/P^-l-t^f^ 

20 mMffl 8 6 

2 -^f ;l^,|f ^it?3 -i/77 - 1 - 7f W o [2. 2. 2] ^* 
^^Sr/B^TlfeWJS l kmM<D#&-eEJfc&ff\<\ 3- (1-TiftfiX 
c^d [2. 2. 2] ^-^^^-3--f/V) -2H — fy^yv-l-tV 

25 H WJ 8 7 

2 -y ^V^&f tfc iU!3 -i/77 ^ t/V'- 1 -7f t 4 i/^ P [2. 2. 
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2] *?*is&m^xmMm8ihmm<ojjm~(*&.fo&ff^^ 3- c a- 

Tlflf^^a [2. 2. 2] ^^V-3-^W) y^A-) -2H — (V* 
MMM 8 8 

5 2 - y 3v!^JB.#gfc|8£t* 3 -->T 7 - 8 - ^ 8 -TIP £t [ 3 . 

2. l] ^^ySrjvM:ll|g^j8 i fcra«©^fe-c^jt6:4-fTV\ 3- (8 

-p<^/^-8-T-rt*i>^ ti [3. 2. 1] 3r?9>—Z — (A) -2H- 

mmm 8 9 

10 2 , 3 - ^A&&mWt&£T* 3—5?* 9vVT ^/^n h y ^Srffi 

V>THJ6^J8 1 fc|g«<D#SfeT?Rft:«rfTV\ 3- (2- (v>y 

f/v7 ^ y ) ^^/v) - 2 h-^ y ^-y y 1 - tySr#5„ 

HJfe-RI 9 0 

4— (vM^VVT^y) "7*J-xi~ MJ;i/4. 4g^rf7tKP77y40 
15 mLI«U MTt 1 m o 1 / L#7 h 7 t Kn 77 «4 0 

= 1 : l«Em^Sr*BU-C (4- (^W^y) 7*^* = h y /I— N 1) 
20 h'jt KP/J?cy2. 8g^r#fc 6 

N, N-v ? y^/v-2, 3-^f;^yXT^K3. 9gi (4- (v 5 ^ 

fcraetic^s^sfrVN (3- (3- Wf^r?;) 7atw) - 5 -y ^ 

y=^y !J >- l - tv-N 1 ) H/tFa^y2. Oglf 
25 fc 0 (3- (3- (--/V^VVT^y) 7°ntVH -5-^f/V-2H-^fy^ 

;yy-i-ty-Ni) hyt Ko^py2. o g £rr-fe h^2 omLic 
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i^y/o tvv^-^/^7jnx.Twmu7c^ B B a ^mu 3- (3- (s? 
5 y w$ y ) tw) - 5 -y 2H-- r y ^y y y- 1 -^-^ 1 . 

5g£#fc B jft/fSl 0 5- 1 0 6^. X H — NMR (CDCI3) 5 : 1. 7 
9-1. 8 9 (2H, m), 2. 34 (6H, s), 2. 39 (2H, t, J 
= 6Hz), 2. 49 (3H, s), 2. 69 (2H, t, J.= 6Hz), 6. 
34 (1H, s), 7. 31 (1H, t, J=8Hz), 7. 42 (1H, d 
10 d, J = lHz, 7Hz), 8. 2 3 (1H, d, J = 8Hz), 11. 37 
(1 H, b r s). 

mmm9 1 

2, s-^y^/v^s^^i^s-^ry-i-TiFif^a [2. 2. 

21 ^??>-&m^^xmMM8 1 tm^<D#&r^}fc&ft^, 3- q-x 

15 Iflf^P [2. 2. 2] ^^^-3— -T/V) -5-^f/V-2H — fy 

y y- 1 

S£6S0»J 9 2 

. 2 , 3 - v?y j: xf 3 - ->t y y 9vv- 1 - 7 ^ t^>y a [ 2 . 

2. 2] ?>%m^^xnmM8 i kmm<Djj&xfcj&&m\ 3 - ( (1 

20 -Tifbfixya [2. 2. 2] 3--T/V-) y -5— y^/v 

-2H-^ y^y y y- 1 -$->-%nz>o 

^MW'l 9 3 

N, N-^y^Vl— 2, 3-^f/^yX7? F7. 6gt4-v'Ty- 
1 - t -zf y*t^;VT$~;v\?^) i?>9. 0 g^V>T«j8 2 iinia 
25 iC^S^frV^ 3— (1-t-^h ^v-^/^/lw^fc^ y ^y- 4 — - 
5-^f/l^-2H-^y^/!Jy-l-i-y6. 4 g£#fc c ^H-NMR (C 
DC1 3 ) 5:1. 50 (9H, s), 1. 62-1. 82 ( 2 H, m), 1. 
96-2. 07 (2H, m), 2. 53 (3H, s), 2. 63-2. 95 (3 
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H, m), 6. 42 (1H, s), 7. 34 (1H, t, J = 8Hz), 7. 4 
8 (1H, d, J = 7Hz), 8. 24 ( 1 H, d, J=8Hz), 11. 3 
0 (1H, b r s). 

3- ( 1 - t - ^ h ^^/^=/vtvy i/y- 4 — </V) 

5 2H — fy^y y y-i-ty9. 4 g^Tirbi/i o OmL^H^U 

Tir b^lCT^U, 3- (tT^U S>^-4->f A') -5-^f;V-2H- 

■<y3r/!)y-i-tytii6. 5 g £r#fc 0 1 h-nmr (DMSo-d 

6 ) 5:1. 79-1. 95 (2H, m), 2. 09-2. 17 (2H, m), 
10 2. 4 8 (3H, s), 2. 73-3. 17 (3H, m) , 3. 33-3. 
43 (2H, m) , 6. 29 (1H, s), 7. 3 3 (1H, t, J=8H 
z) , 7. 53 (1H, d, J = 8Hz) , 8. 01 (1H, d, J=8H 
z), 9. 00 (1H, brs), 9. 24 (1H, brs), 11. 36 
(1H, b r s) . MS (E I) : 2 4 2 (M+) . 
15 MMM 9 4 

2 , 3 - ^vl^&^fife** it;3-v'7/-8-^ ^TP- 8 - TIF tfV * 
n [3. 2. l] ^^y^v^T»8 l tmm(Djj&-t:EiJ&%:ft\'\ 
5-^^/V-3- (8-^^/1 — C3. 2. 1 ] ^ & Is 

-3--T/W -2H--fy^;!Jy-i-tyWo 

20 ^»!J9 5 

N, N-^f^-3-^PP-2-^f/^yX75 Kl. Ogt4-y 

7V - 1 ^/ubr^ y -s^o . 7 g ^v^thjs^j 8 2 1 mm^ft^n 

V\ 5-^no-3- (l-y^t°^ye/y-4-^';l') -2H— 
/ yy-l-t^l. 2 g»1^2 2 7-2 2 9°C. 1 H — NMR (4 
25 0 0 MHz, CDC 1 3 ) 5: 10.36 (brs, 1H), 8. 
27 (d, J = 7. 8Hz, 1H), 7. 68 (dd, J = 6. 
6Hz, 1.1, 1H), 7. 33 (t, J = 8. 1Hz, 1H), 
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6. 70 (s, 1H), 3. 03 (d, J = ll. 5Hz, 2H), 
2. 5 9-2. 4 5 (m, 1H), 2. 3 5 (s, 3H), 2. 
20-1. 75 (m, 6H). MS (EI): 276 (M+) 

9ffiM 9 6 

^/vt^y *?-y- 4--IVV) -2U-4 y*c/ r/-l -^-^$r#5„ 

mmm 9 7 

v=-f y tVl^T 5: >- 6 . 2 m 1 h7tKo77^50ml t£?SWU 
10 - 7 8°C-?Ti-y3-;vy <??M.(D^3c-V-^m (1. 5 9M, 28ml) £: 

MTb7c c 0°C-C3 0^»U - 7 8^lJ;T^£PUfc 0 SJ«fC2-'<>' 

^Ilf4. 2gO7f7tKo77«2 0ml Ot:"?? 

3 OfrMWV, - 7 sr^T^SPUTCo RfcWifc 1 -^^/M-^r^A^ 
t°-<y i>>5. 3 g©7f7t KP77^2 Oml & 
15 ITU -7 8°CX~ I M:$mWVtc 0 £^7t, ^^tK^P^lT^ 

40:1 ^m^sr^L-c^tti vtcUMit:^ yy* fcVv^— TVl'Sr 

^U^T^mu 3- (l =^f^ 9 i^/-4— - f/u) 

20 -4-7x^-2H-^y^y , jy-i-t>'2. 1 g & e-fe^ll t tx 

#7C 276-278 °C) 0 3- (1 -^V^t^r^^^tX 

y -4-7x^-2H-^y^7i;y-i-#y2. o 

g £^ n n^/v^ 10ml {C^^^:. ^bTk^^co^^^g 5 m 1 £?&T 
25 fc*£JI£:^U 4 -7^— /U- 3 - (f^JJ v^-4— Y/V) -2H — f 

y is- 1 -ra-^rJMfctoWfcfti. 5 z^m-c-o m&> 2 7 o°c. 

X H — NMR (DMS O— d 6 ) d : 1 . 7 1-1. 7 5 (2H, m) , 2. 
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0 5-2. 15 (2H, m) , 2. 5 4-2. 6 8 ( 2 H, m) , 3. 23 
-3. 29 (2H, m) , 6. 84 (1H, d, J = 8Hz) , 7. 26 (2 
H, d, J = 6Hz) , 7. 4 2-7. 5 8 ( 5 H, m) , 8. 20-8. 
22 (1H, m), 8. 69 ( 1 H, brS), 11. 09 (1H, brS). 

5 mmm 9 8 

7T-#b^7c4-7^^/V-3- (fcV<y *Sls-4-< -2H 

-^y^;p>'-i-tyWM2. 2 g*r-feh=MJ^4 omi 

3 7°/c*M7/VrtK (2. 3ml) ^P^TTk^T^TR^b 
^7;*7itM)7A (O. 0. 5 4g) Sr*Px.fc 0 BtfifcO. 2 8ml 5: 

— pi^/utr-xp i^v-4— f/v) -4-7x=;w-2H— f y^y y ^- 1 

-^l/5*ttJR#J0. 18g^#fc s S^2 5 8-2 6 0 S C/M. 1 
15 H-NMR (CD C 1 3 ) d : 1 . 65-1. 82 (6H, m) , 2. 24 (3 
H, s), 2. 39-2. 44 ( 1 H, m), 2. 8.3-2. 89 (2H, 
m), 7. 02 ( 1 H, d , J = 8 H z ) , 7. 23-7. 26 ( 2 H, m) , 
7. 41-7. 53 (5H, m), 8. 43 ( 1 H, d, J = 7Hz) , 8. 
4 5 (1 H, brS) . 

20 mmm 9 9 

4-^7 y - 1 - ^f ;vt°^!J i/yo. 6 g 5rJflV»T5£&S0y8 2i;|ffj$t{^ 
f&4rfrV\ 4- (4-^ b^:7^-/V) -3- (l-yf/vt^^^- 
-2H-^y^/!)y-l-tyO. 4g£r#7 v c 0 1^2 0 9- 
25 2 1 1°C. 1 H — NMR (4 0 0MHz, CDC 1 3 ) 8: 8. 8 
2 (brs, 1H), 8. 41 (d, J = 7. 8Hz, 1H), 
7. 5 7-7. 3 8 (m, 2H), 7. 2 0-6. 9 5 (m, 5H), 
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3. 88 (s, 3H), 2. 87 (d, J = 9. 8Hz, 2H), 

2. 5 0-2. 40 (m, 1H), 2. 23 (s, 3H), 1. 
97-1. 75 (m, 4H), 1. 66 (d, J = ll. 4Hz, 
2H). 

5 rnmm 100 

N, N-v^^W-2- -<yX7^ Kl. 0gi4 

— 9 sT *?i/o. 6 g Sr/^XHWJ 8 2k mm^Rfo 

6- frV\ 4- (4-^ao7x-;v) -3- ( 1 — ;* ^/V'fc'^U i^- 4 - 

-ov) -2H-^y^yyy-i-i-yo. 4gWc 0 1^254-25 

10 6t3. X H — NMR (4 0 OMH z , CDC1 3 ) 6: 8.56 (b 
rs, 1H), 8. 41 (d, J = 8. 1Hz, 1H), 7. 5 

7- 7. 30 (m, 4H), 7. 17 (d, J = 8. 3Hz, 2 
. H), 6. 96 (d, J = 8. OHz, 1H), 2. 87 (d, 

J = 6. 8Hz, 2H), 2. 43-2. 30 (m, 1H), 2. 
15 2 3 (s, 3H), 1. 9 0-1. 5 8 (m, 6H). 

^MM 101 

3, 5 -i?^u*r- 2 ^vgol^f^feitF 1 -^lsV>/\sjr*l/Z> 

4->7/ v vis&m^xmMm sit mm(D^mx^^n^\ 

5, 7—^^13^-3- (t°^y ^^-4-^/1^) -2H — fy=¥/iJy- 

20 l-^-V^#5 0 

H2&#(l 10 2 

3 b 2 - ^ ?-/l'&&&m& £ U 1 — <^v > /^^iVyj/l-#-/V— 

4-V7; e^y i>^&m^^xmMffl8 1 i^o^-esj^^vv 5 - 
y b^y-3- (t°-^y sx^-4-^/v) -2H-^y^;r/-i-ty 

25 £r#5 0 

HifSM 103 

H5£#i|l 0 2t'#^c5-^ h^v^-3- (t°-^y> > >'-4 — fA-) -2 
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5-t Kc7^r->-3- (K°-<Vi?>-4-4^) — 2 H — { V^S V 1 
^SfrBSJ 10 4 

4 - v-r/ tvsy ^>-^ffiv^T^»y si t mM(vJjmx»frfozft\,\ 5 - 

HJtg#ll 10 5 

10 3 - b ]) *7As3rxi ^ ^-;V- 2-^ ^/^^Mte&Tf 4 - ^7 / — 1 — ^ *f- 

A,\?*< v i>i/%m^xm%&m sit mm<o^my^^n^\ 3 - ( 1 - ^ 

^JS^ij 10 6 

15 N, N-v^^vW-3 2-^fM^X7 5 Fl. OgH- 

->T/-l-^^Vt°-<p^^O. 7 g*fflV^*fc«8 2 £PiSfcHJt&<S: 
?TV\ 5 — — 3- (l-yf;VtVi;i?y-4 — Oix) - 2 

y^^V-l-tyO. 5g£r#fc 0 M2 2 0- 2 2 2°C. 'H-NMR 
(4 0 0MHz, CDC 1 3 ) 5: 10. 24 (brs, 1H), 

20 8. 12 (d, J = 7. 8Hz, 1H), 7. 40-7. 25 (m, 
2H), 6. 53 (s, 1H), 3. 02 (d, J = 11. 7H 
z, 2H), 2. 5 7-2. 4 1 (m, 1H), 2. 3 4 (s, 
3H), 2. 11 (t, J = 12.0Hz, 2H), 2.0 2 (d, 
J = 13. 4Hz, 2H), 1. 90-1. 75 (in, 2H). MS 

25 (EI): 2 6 0 (M + ) 

. MMM 10 7 

N, N - ^x^/l,- 3 - ^ ), ^ v-- 2 - y ^/^yXj 5 F 1 . 0 g t 4 - 
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firv\ 5-^b^v^-3- (l— ^/utr^y i?^— 4— yaO — 2H — r 

y=¥/ y ^- 1-^-^0. 2gWCo I^2 3 9-2 4 2t, 1 H — NMR 
(4 0 0MHz, DMSO-d 6 ) 5: 11. 24 (brs, 1 
5 H), 7. 68 (d, J = 8. 1Hz, 1H), 7. 33 (t, 
J = 8. 1Hz, 1H), 7. 18 (d, J = 7. 8Hz, 1H), 
6. 4 4 (s, 1H), 3. 8 9 (s, 3 H) , 2. 8 5 (d, 
J = ll. 5Hz, 2H), 2. 43-2. 28 (m, 1H), 2. 
17 (s, 3H), 1. 9 5-1. 7 8 (m, 4H), 1. 65 
10 -1. 5 0 (m, 2H). MS (EI): 2 7 2 (M+) 

108 

5-^h^v—3- (l-p^l-t^y 4 A») -2H — fy^/ 

n=3r->-3- (1— ^fvUf-^y i?^— 4 — fA-) — 2H — f y$FV y 
15 1-tyO. lg*#fc e BWt>2 8 0/ dec. *H— NMR (4 0 0 
MHz, DMSO— d 6 ) 6 : 11.11, (s, 1H), 1 

0. 02 (s, 1H), 7. 56 (d, J = 8. 0Hz, 1H), 
7.18 (t, J = 7 . 8 H z , 1 H) , 7.03 (d, J = 6 . 
6Hz, 1H), 6. 44 (s, 1 H) , 2. 85 (d, J = 
20 11. 4Hz, 2H), 2. 4 5-2. 2 5 (m, 1H), 2. 1 
7 (s, 3H), 1. 99-1. 80 (m, 4H), 1. 7 0- 
1.50 (m, 2 H) . MS (EI): 2 5 8 (M + ) 

5-y h^->^T/y^i^-3- (1 -.^/Hf^y A-) -2 

25 H— ' f y^r7 y is— 1 -^-^3 . 0 g^^y-/V3 OmLlC^U M 

-e3 o%w^ ^y-/v3mL^Mt. s^T^. »istSraii«u-c«f 
-r/t-) -2H-^y^/y>-i-tyMt2. 11269 



137 



WO 02/094790 



PCT/JP02/04995 



- 2 7 1 °C. 'H-NMR (400MHz, DMSO-d 6 ) 5: 1 
1. 28 (brs, 1H), 10. 23 (brs, 1H), 7. 
57 (d, J = 8. 1Hz, 1H), 7. 22 (t, J = 7. 8 
Hz, 1H), 7. 08 (d, J = 7. 6Hz, 1H), 6. 4 
5 2 (s, 1H), 3. 49 (d, J = ll. 7Hz, 2H), 3. 
0 8-2. 9 1 (m, 2H), 2. 7 6 (s, 3H), 2. 70 
-2. 60 (m, 1H), 2. 16 (d, J = 13. 2Hz, 2 
H), 1. 9 3-1. 7 8 (m, 2H). MS (EI): 25 8 (M 
+ ) 

io mmm 109 

3-^an-2-^ £ t* 4 - i VTJ-\-* ^ t°-< J> V s 

>-^V^X^M9 7 ^ra^^fe-CSJfeSrfTVV 5-^nn-3- (1- 

y*^vvtv<y v^— 4 — -4-7x=/v-2H — f y^y y >-— 1 — 

15 110 



5-^PO-6H-fi; [2, 3-c] trjJS?> — 1 — ^ 

^tv^^v (2mD %m^xmifomitmm<o^m^m.fo*ft^5- 

( 4 -^^,Ut°^L7i?i/- i — ,W) _ 6H -^/ [2, 3-c] try 3? 
^— 7 - t>5 3mg^#fe 0 'H-NMR (4 0 OMHz, CDC 1 3 ) 5 : 
20 2. 3 8 (3H, s), 2. 5 8-2. 6 3 (4H, m), 3. 23 — 3. 3 
0 (4H, m), 5. 95 ( 1 H, s), 7. 08 (1H, d, J = 5Hz), 
7. 62 (1H, d, J = 5Hz), 11. 35 (1H, brS). 

mmm m 

5-^oo-6H-fx; [2, 3-c] t°y v?V- 7-^"^, 4-v^^" 

25 /kt ^tvp 2 m i sr^-rms^n 1 1 mmp^mxR^n^^ 5 - 

y t°^y i?^- 1 -< (/V) -6H-fxy [2, 3-c] 
try v^-7-a->&nz>o 
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mw\ 112 

6-^oc-5H-fi; [3, 2-cD try g , i-y 

^/Vfcf-<^ (5ml) &m^Xmfcffl 1 t ^©^fJfc^SJ&SrfTV^ 6 - 

(4-pt^/Vt: 0 ^9v ? ^- 1 — - -f/W) -5H-fx; [3, 2-c] tTUi? 
5 ^-4-^-^3 5mg&#7c: 0 'H-NMR (4 0 OMHz, CDC 1 3 ) 5 : 
2. 39 (3H, s), 2. 5 5-2. 7 0 (4H, m), 3. 20-3. 3 
0 (4H, m), 6. 02 ( 1 H, s), 7. 03 ( 1 H, d, J = 5Hz), 
7. 45 (1H, d, J = 5Hz), 11. 35 ( 1 H, brS). 

MMM 113 

10 5-^tH3-5H-^^y [3, 2-c] t°y -^^-4-^-^.. 4-v^^ 

(2mi) ^ffiv^-c^^s^Jl ttRl#o^-e^^v^ 
6- (4 - ^^ w ^ ; fc'^y ^y- 1 -^f;v) - 5H-fx; [3, 2 

-c] t-y -^>-4-^-^^#^ 0 

^J608 114 

15 3-^np-2H-'<yX [f] -<yary!)y-i-tyig, 4-^a- 

f^^v^ (5mi) ^m^^xm^mi tmm<D^m-cR^n^3- (4 

1 -^r/v) - 2H — <^x [f ] 4 y^j y 1 - 

^-^0. 2 1g^#fc„ilL^2 5 3-2 5 4VM. X H — NMR (4 0 0 
MHz, CDC 1 3 ) 5:2. 36 (3H, s), 2. 71-2. 72 (4H, 
20 brS), 3. 4 6-3. 4 7 (4H, biS), 6. 55 (1H, s), 7. 
5 8-7. 6 6 (3H, m), 7. 88 (1H, d, J = 8Hz), 8. 22 
(1H, d, J = 8Hz), 8. 39 ( 1 H, d, J = 8Hz). 
115 

3-^nn-2H-' <>X [f ] AV^S V 1—^1 g. 4—5?*^ 

25 /kt 5: y t°^y ( 5 m 1 ) &m^xmMW 1 t m^(D^mx^it^ff^^ 

3- (4 — S?* / t°-<y 1 — > f /V) -2H-^/X [ f ] -< 

y^y.y >- l-^-V7 7mg£r#fc 0 ®L-&2 3 2-2 3 3°C/#i§?. *H- 
NMR (4 0 0MHz, CDC1 3 ) 5:1. 83-1. 89 (2H, m), 
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2. 05-2. 08 (2H, m), 2. 39-2. 41 (7H, m), 2. 9 
3-2. 99 (2H, m), 3. 9 8-4. 0 0 (2H, m), 6. 55 (l 
H, s), 7. 57-7. 65 (3H, m), 7. 87 (1H, d, J = 8H 
z), 8. 23 (1H, d, J = 8Hz), 8. 38 ( 1 H, d, J = 8Hz). 

5 mmm ne 

(5ml) MwOOfeflll t |Rj«0^1fe"e^&SrJfTV> 3 - (4 

-^/vtv^v^-i— r^) -2H — [h] -fy^yy-i- 

^-^0. 3 5g£r#fco X H — NMR (4 0 0MHz, CDC1 3 ) 6 :2. 
10 4 4 (3H, s), 2. 7 0-2. 7 6 (4H, m), 3. 4 4-3. 5 0 (4 
H, m), 5. 92 (1H, s), 7. 40 ( 1 H, d, J = 9Hz), 7. 4 
9 (1H, t, J = 7Hz), 7. 62 ( 1 H, t, J = 8Hz), 7. 81 
(1H, d, J=8Hz), 7. 87 ( 1 H, d, J = 9Hz), 10. 03 
(1H, d, J = 8Hz), 12. 22 ( 1 H, brS). 
15 117 

3-^PP-2H-^yX [h] Jy*/ yv—i—x-zsi g. 

;l/7 5 / V (2ml) ^ffiV^-CHJS^J 1 b mm<v3jfe-?fc}fc&ft^ 

3- / tv<y s^- 1 — </i-) -2H-^x [h] >r 

y^;yy-i-tyo. 5 6g*#fc. 1 h-.nmr uoomhz, cd 

20 C 1 3 ) 5 : 1. 7 8- 1. 8 8 (2H, m), 2. 01-2. 06 (2H, 
m), 2. 34 (6H, s), 2. 34-2. 4 2 (1H, m), 2. 38-2. 
45 (2H, m), 4. 0 2-4. 0 6 (2H, m), 5. 91 ( 1 H, s), 
7. 38 (1H, d, ]=9Hz), 7. 47 ( 1 H, t, J = 7Hz), 7. 
64 (1H, t, J = 7Hz), 7. 79 (1H, d, J = 7Hz), 7. 8 

25 5 ( 1 H, d, J = 9Hz), 10. 06 ( 1 H, d, J = 8Hz), 12. 
0 4 ( 1 H, b r S). 

mmm us 

7-^nn-6H— 1, 6 —TV^ U v^- 5 1 — * ^/Wt"^^ 
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-i — <?v) -6H-1, 6— f?^v 5-a->s&nz>» 
mmm 119 

7-^on-6H-l, B—f"7?-y ^^_ 5 _^-^ 4-^W5/ 
5 t°-<y i^&JBwciSJfifl! 1 p5»©*«fe*CR*trffv> 7 - (4 f-^ 
T^/^y^y-l-^/l/) -6H-1, v^- 5 -^S: 

mmrn 120 

2-75/-3-^f;W<yX7 5 F6. O gs hpi^7^yi 1. 2 
10 m 1 £^ f/w*;WA7 5 F 6 Om 1 K2£$?U TK^Tt? 1 - ('O'it/V* 
3riX;27/l^=/^) t"-< y — 4 — < /\>%/V-7$=.;V? PJK16. 9 g £#0 

((1- (^<^/u3-3ri/J},is7$~/u) t^yv^-4- 
/V) jj;\si$=^;V) 757-3-^ f^iyX7 5 K*r 6 . 8 g 3Jt?& 

bfcMB B B * * a n TiZtlfr U $ & I- 2 . 2 g %#fc 0 fflfflt£r£l& ^ 

^^7A^Pvf^77^-T*il!U 2. Og, feWTllgl: 

Z<D<{k^t&>& fc° y 28mli7k28ml ©ig^g$|te:!»?S£-e\ 2 NzR 
20 g*fb"?- b y ? AtR 2 . 8ml ^^Ux.T^j&^ 4 b mm* bfc B Ettf?*£T3U 
WfflLfcJN&SraMfcU *«U2- (1- Ky^/^i/^/^^ 
/u) tf^y i?^- 4— Y/v) — 8 -^f/v-3H-WP is-A-JrlsQ . 
7 g &#fc 0 

r <r>K&m s . 7 g ^ ji jbTkm^imm^m £ u*:. 

4— iVl") - 3H-WU ^-4-^->5 g%#fc 0 1 H — NMR (4 0 0 
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MHz, DMSO-d 6 ) d : 1. 6 2-1. 8 3 (4H, m), 2. 42- 
2. 56 (4H, m), 2. 51 (3H, S), 2. 6 0-2. 6 8 ( 1 H, 
m), 2. 9 5-3. 0 5 (2H, m) , 3. 32 (1H, brS), 7. 31 
(1H, t, J = 8Hz), 7. 62 (1H, d, J = 8Hz), 7. 90 (1 
5 H, d, J = 8Hz). 

mmm 1 2 1 

mmm 120 t?# btut 2 - ( t°-< y s?^- a-^m -s—* 3 h 

9 g Sr/Bvvriiitefly 8 2 £ i^m^^-e^S*- 

fyV\ 2- (1 -^/Vt^y t?^-4 — f/V) - 8 ^vV- 3 H-^r^- 
10 4 2gSrHfc. 1 H — NMR (4 0 0MHz, CDC1 

3 ) 5:2. 00-2. 15 ( 6 H, m) , 2. 33 (3H, S) , 2. 55 
-2. 64 (1H, m), 2. 58 (3H, s), 2. 96-3. 04 (2 
H, m) , 7. 32 (1H, t, J = 8Hz), 7. 58 (1H, d, J = 
7Hz), 8. 09 (1H, d, J = 8Hz), 10. 81 (1H, brS). 
15 mMM 12 3 

2 — T 5 7 - 3 h ^i/'O'XT 5K2. Ogil- (-O^/l'^^i';*? 
. /i^— tf-< t) — 4 -JA'#/1'&=-/1'? p!) K 6 . 2 g ^V>tHI 

(i-^^t^y^y-4-^/v) -3H-=3f^-^y^ — 4-^-^0. 2 
20 2 g£#fc 0 X H-NMR (4 0 0MHz, DMSO-d,) d : 1. 7 8- 
1. 92 ( 6 H, m) , 2. 18 (3H, s), 2. 4 7- 2. 52 ( 1 H, 
m), 2. 80-2. 88 (2H, m) , 3. 89 (3H, s), 7. 31 
(1H, t, J=8Hz) , 7. 38 (1H, d, J=8Hz) , 7. 63 
( 1 H, d, J = 7H z) , 12. 14 (1H, brS). 

25 mmm 124 

mmmi 2 3-t?#£>*wt8-* b^v-2- u-^/vtxy^-4- 

-Y/W) -3H-W y ^- 4 -^-^^V^-CH»J 1 9 2: iRj^O^tSfe-CS 
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j£$:?TV\ 8-t Kadfi/-2- (1 -^^vHf-^y 7^-4 — f/V) -3 
^Jg^J 12 5 

2-75; - 3-7/^0^X7 5 Kfc l — Ky^;vt^v'^/w#-;V') 
5 tvyi?y- 4 — V F%m^xmMM 1 2 0 33 £1*1116 
i8 2J: Pm©^T-^^trV\ 8 - - 2 - ( 1 - 7 f^tv y 

7^-4 — <>V) -3H-w;9y-4-tym 

^JSM 12 6 

2— 757- 3— P^yX7 5 K £ 1 — (^>'-^A^-^r->^ A#=A) 
10 fcV<D 7> — 4 —< ( u V V&m^XMMm 12 0 *5 XXf^M 

2-757-3 — ^n^/X7 5 Yt 1 — (^>7A;T : ¥7#A-/}?— A) 
15 t°^y 7V- 4 —JA'%A'&=-A'* n J» KSrJBVvcHJSPB 1 2 O^iT^ii 

^_ 4 _^, U ) -3H-Wpy-4-t^#5„ 

12 8 

2-75 7-3-7 h=3ri7-<^X7 5 F t 4 - f^7 5 7 7^ n^^f 
20 v y FMv^Hi£#!j 1 2 0 h mWi(Oj7$kX*R!&$:ff\\ 8 

-7b3-7— 2 — (4-77 ^/V7 5 7 7^ d ^t7- 1 --f ;V) -3H 
-^ty*';7-4-t7^#5, 
HJ£#iJ 12 9 

mmmi 2 8-e#f>tLfc8-7 1^7-2- (4-77^7577^0-- 

25 3-^-1 — f/v) - 3H-=¥^y y 1 9 tffl 

;|3e©;frifc-?^J&«r*TV\ 8-tFP^7-2- (4-^7W5/->7n 
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^rifV- i -3H-W!)V-4-tV*#5. 
13 0 

•yfjA'ili~A'9 ta y KfcJlvvcHlWfl 120J: IHil^^^^^lTVX 8 
5 -77V^-t2-2- (4 - ^ W§ ; a^fy- 1 ->f ^) -3H 

^1 3 1 

2 — T 5 / — 3 —9 o P^yXT 5 Kt4-^ f^T $ 7 5"^ ta^MJ-i' 
n U Klrfflv^TM 120i |^B6©;&ifeT?SJS5:?TV\ 8 - 
10 ^Xxn — 2 — {4—\?* s 5~J\'T^J ; iS?xi^3r^ls—\-4jV\ -3H-=¥ 

tyyy-4-^-y^#5 0 

HJSfll 13 2 

2-TX y — 3 -7P^yX7 $ K£ 4-^^^T? ,/ n'^^M*-^ 
a U KMV^HJSW 120i ITOO^^^K^fT^ 8 - 
15 ( 4 - ^ w 5 ; ^ O^fy- 1 -/f /V) - 3 H-^f 

HJSfcl 13 3 

2-7$;^X7$Kfc (l-Tiffv^n [2. 2. 2]^^X-3 
-'f AO a y K&JSl^Hjfeflil 1 2 0 i ^«©^jSfeT?KJtSSrff 

20 V\ 2- (i-7ftf^n [2. 2. 2] t^^V-3-f;V) -3H- 

^JfeflJ 13 4 

2-75;^VX7$Kfc (l-7ft'->^a [2. 2. 2] 3r??^-?> 
— ( As) T-fe^/V^ct jj K^ffiV^T^JSfijl 2 0 Rfi6©;£ifc-t?Rj&<S:fTV\ 
25 2- ( (1 -Tlft^>^n [2. 2. 2] ^^-3 — f/V) * fvvO - 
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mnm 135. 

2-7^/^X7^ Kfc (8-^^/V-8-Tlf bf^n [3. 2. l] 
^ 3 — f/v) X;/u-#~/u^ n y Y&m^-ZM-MM 12 0 t Rl^^ 
«fe-eS^Srfrv\ 2- (8-^^-8-Tiffc'v^n [3. 2. 1] ^ 
5 ?l/-3-JM - 3 H-^ty !) y - 4 - ty r#5 0 

MMm i 3 6 

2 -T $ y ^yX7 $ K i: 4 - ^/P7 ^ y n ^^1^X7 A^—zl^ 

n y v^m^xmrnm 1 2 0 1 mm<o3>&x^Ljfc%n^\ 2 - (4 - ^ 
$ y a-^¥-y-> — 1 -wao -3h-wd 4 -^-y^#s 0 

10 Hife'N 13 7 

2-75 y -3-^f/w<yX7 5 Ft 4-^W5 y u^mj-^ 
u y k&J^t^«J 1 2 0 t m^^-e^jS^v^. 8 - 
^^-yv— 2- ( 4 - ■ y ^ ^7 ^ / y ^ a^^rty- 1 -y ;v) - 3 h— 
t/yy-4-ty4. 6mg?:#fc s l^isi-isst:/^. x h- 

15 NMR (4 0 OMH z, CDC1 3 ) 8:1. 83-1. 85 (6H, m), 
2. 05-2. 35 (1 0Hz, m) , 2. 61 (3H, s) , 2. 9 4 — 
2. 96 (1H, m) , 7. 34 ( 1 H, t, J = 8Hz) , 7. 60 (1 
H, d, J = 8Hz) , 8. 11 (1H, d, J = 8Hz). 
WJ13 8 

20 2-7 5/ -3-^f/^yX75 ( 1 -Tif n [2. 2. 2] 

^^y-3 — f/V) X>/V/j?-A^ y K£Jl^-Cf£&§<0f!| 1 2 0tmM(Djj 
fe-?RJfc%?fb\ 2- (l-TiFt^>^a [2. 2. 2] ^-^^V-3— f 
/U) - 8-^^-3H-W/!)y-4-^l 7. 7mg3r#fc 0 
2 3 0 — 2 3 l°C/ftM. 1 H — NMR (4 0 OMHz, CDC 1 3 ) 6:1. 

25 12-1. 14 (1H, m), 1. 76-1. 92 (4H, m), 2. 29 
-2. 32 (1H, m) , 2. 65 (3H, S) , 2. 9 4-2. 9 6 (1 
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H, m), 3. 0 5-3. 0 9 (3H, m) , 3. 24 — 3. 26 (2H, 
m), 4. 02 — 4. 04 ( 1 H, m) , 7. 37 (1H, t, J = 8 H z ) , 
7. 64 (1H, d, J = 8Hz) , 8. 11 (1H, d , J = 8Hz) . 
MMM 13 9 

5 2-7$;-3-^fM>'X7 5 Kfc (l-Tlftfi^ci [2. 2. 2] 

^ * ;x- 3 — r/W r^f-As? p 9 K*fflv>tls»« 1 2 o £ nj«©^r& 

T?SJfc«rfrV\ 2- ( (l-nFtfS^n [2. 2. 2] ^^-3 — f 
/V) ^^V-) —8—*TA — 3H-W!ly-4-ty2 7mglr#ifc, 
g£,£l 8 7- 1 8 8°C/;£-fl?. 'H-NMR (4 O OMH z, CDC 1 3 ) 8 : 
10 1 . 6 5-2.10 ( 5 H, m) , 2 . 5 6 — 2. 5 9 (5H, m) , 2 . 
80-2. 85 (1H, m), 3. 00 — 3. 14 (5H, m), 3. 35 
-3. 41 (2H, m), 7. 29-7. 33 (1H, t, J = 8Hz) , 
7. 5 7 (1H, d, J = 8Hz) , 8. 03 (1H, d, J = 8Hz) . 

mmm 140 

15 2-7^7 ^>X7 ^ Vt 3 f;i-7 5 J zfn ¥3r~/\>? n ]) K&Jl^ 

TH;S£#!I 120t iRia^ife-CSJESSrff V\ 2 - ( 2 - (i?^ ^ / ) 

14 1 

2-75/^X75 Yt 4-^f^7§y r/^y/i^a y K^V^TH 
20 Jfeflll 2 0 £ IIIti^SrT^J&^fTVV 2- (3- T'n 
tVV) - 3H-^ty J) y - 4 - tV%!f|5. 

mmw 142 

1 2 0 £ ra*©:*rifc'T?EJE&*fv\ 2- (5- ^ 
25 -3H-WJ) ^-^-t^lriS. 

14 3 
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2-7?y-3-^f;l^yX7? Ft (8 ^vV— 8 — TiF \£Ss# n [3. 

2 . 1 ] Or 9 $ 3 -> f jj/Utf—Zl,? a y K^fflV»-CHJ6'W 120t 

R^IO^Sfe"C^SSrfTV\ 8-^5^-2- (8-^f/V-8-TffcV^ 

n [3. 2. 1] Jr? 3-^^) - 3H-^fty y ^-4-^-^^r# 

5 S 0 

HJfe^lJ 14 4 

2-T^y-3-^ f/l"<yX7 $ K 3 . 2 4 g i: 3 - (v^ ^7 5 7 ) 

7P/^tiii3. 3 8 g sr^-cum^i i 2 o £ mm^m-^Rft^n 

V^8-^9vv- 2- [2- (^f;i/7 5/) Jc^-/»>D -3H-W!>y 
10 -4-t^9 3 6mg (50%) #fc tt 

X H — NMR (DMSO-d 6 ) d:2. 18 (6H, s), 2. 69-3. 2 
0 (7H, m), 7. 32 (1H, t, J = 7. 7Hz), 7. 62 (1H, 
d, J = 7. 3Hz), 7. 89 (1H, d, J = 8. 1Hz). 
^MM 14 5 

15 2-7Sy-3-/f/W<yX7§K3. 24gH- 

^ ytt^t3 . 6 9 g &jn^-cnj60ii not i^aic^&^ofrtr^ 

8— ,*7yi>— 2- [3- /ptf/i'] -3H-W!Jy 

-4-t^l7 7mg (3%) #fc 0 

1 H — NMR (DMSO - d 6 ) d : 1 . 9 1 — 1. 97 (2H, m), 2. 4 
20 0 (6H, s), 2. 49-2. 53 (2H, m), 2. 59 (3H, s), 2. 
88-2. 91 (2H,'m), 7. 26 — 7. 73 (1H, m), 7. 55 (1 
H, d, J = 7. 3Hz), 8. 10 ( 1 H, d, J = 8. OHz). 
MMto 14 6 

2-757-3-^ f;^yX7 $ K3. 26gH- (v^ ^7 ^ / ) 
25 ^3r1f- Xflfetttttt 2 . 4 9 g ^m^^^MM 12 0 t l^filO^-e^^^T 
1/^8 — t^-fr— 2- [5- *<>^JV] -3H-W!i 

y-4-t^6 2 2mg (14%) 

X H — NMR (DMSO-d 6 ) d : 1. 44-1. 49 (4H, m), 1. 8 
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0-1. 88 (2H, m), 2. 24 (6H, s), 2. 31-2. 34 (2 
H, m), 2. 67 (3H, s), 2. 66-2. 71 (2H, m), 7. 26 
-7. 29 (1H, m), 7. 54 ( 1 H, d, J = 7. 3Hz), 8. 06 
(1H, d, J = 7. 3Hz). 

5 m$&m 147 

2-^A-36&«l. 8 g53«ttj^l-ixry-4- (^^/V7$/) ~> 
^^^^^^2. 0 g^V^»J8 1 3- 
(4- (^f;v75y) v^n^M?-^- 1— >f/v) -2H--4 V 
l/-l-*>0. 3 9gWc 0 1^2 5 6-2 5 8^. ^-NMR (CD 

10 C 1 3 ) 5 : 1. 4 0-1. 4 6 (2H, m) , 1. 5 5-1. 6 5 (2H, 
m), 2. 07-2. 14 (4H, m) , 2. 2 5—2. 35 (1H, m) , 
2. 35 (6H, s) , 2. 42-2. 51 (1H, m) , 6. 32 (1H, 
s) , 7. 43 (1H, t, J = 7Hz) , 7. 49 (1H, d, J = 8H 
z), 7. 62 (1H, t, J = 7Hz) , 8. 37 (1H, t, d, J = 

15 8Hz) , 10. 31-10. 80 (1H, m) . 

mMm 14 8 



8g*5itJ«4- 

=. h y ^2 . 2 g tr^v^r^JS^J 8 1 1 mW.(D^7m-^R^^\ 3 

- (3- (4-^^;Vt^7^-l — fAO tVV) -2H — ry^r/ 

20 y ^- i -tyo. 027 g5r#fc.tt/£i 20-12 2°c. »h-nmr (c 

DCI3) 8:1. 83-1. 8 8 ( 2 H, m) , 2. 37 (3H, s ) , 2. 
42-2. 66 (1 2H, m) , 6. 22 (1H, s), 7. 36-7. 4 
3 (2H, m) , 7. 55-7. 59 (1H, m) , 8. 33 (1H, d, 
J = 8Hz), 11. 35 (1H, brS) 

25 mmmi 5 1 

3-^pn-2H-^y^;D^-i^yi. o g . (r) -3-t fo^ 
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(R) — 3 — ( 2 — t Kp =>r^^ f /V- 4 - ^ f /VtXy i -- 

-2H — ry^y yv-i-tyo. 3 g ^#fc„ M172-174U 1 

H-NMR (400MHz, CDC1 3 ) 5: 11.35 (brs, 
1H), 8. 16 (d, J=8.0Hz, 1H), 7. 54 (t, 
5 J = 8 . 0 H z , 1H), 7! 37 (d, J = 8 . 0 H z , 1H), 
7. 30-7. 20 (m, 1H), 5. 89 (s, 1H), 4. 
10-3. 9 0 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 
3.4 9-3.4 0 Cm, 1 H) , 3.27-3.18 (m, 1H), 
3. 14-2. 9 5 (m, 1H), 2. 7 5— 2. 2 0 (m, 6 H) 

10 $mmi 5 2 



3-^un-2H-^y^;!)y-l-tyi. Og, (S) - 

v-^ f /v- 1 - ^ f/vtxyi/y 2 . .0 g&m^xmMMi tmm\zKj&£ 

' i2\ (S) - 3 - (2 - 1 Fa dE-v-y 4 - ^ ^;vt^7 1 —JM 

y^-y V 1-^-^0. 3 g&#fc c ffi^l 6 9-17 It. 1 
15 H-NMR (4 0 0MHz, CDC1 3 ) 5: 11.41 (brs, 
1H), 8. 15 (d, J =8. 0Hz, 1H), 7. 5 4 (t, 
J = 8. OHz, 1H), 7. 37 (d, J = 8. OHz, 1H), 
7. 30-7. 20 (m, 1H), 5. 88 (s, 1H), 4. 
15-3. 9 1 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 
20 3 . 4 9 - 3 . 4 0 (m, 1 H) , 3. 2 7-3. 18 (m, 1H), 
3. 14-2. 9 5 (m, 1H), 2. 7 5-2. 2 0 (m, 6 H) 

mmm 153 

3-^pp-5-^f;v-2H-^y^; y^— l—x-yi. 0 g t 2 — t 

Kn^r^ ^/W- l f-;V\f-<y i?> 1 . 4 g 2rJBV^HIfe#i) 1 t I^HIK 
25 KJS$:?TV\ 3- ( 3 - 1 .Ka f ^- 4 - ^ f ^tVy 1 

^) -5-yf/v-2H-^y^y yy-i-^yo. 3 g &4§fc 0 Bfe<£ 2 

3 2-23 4°C, 1 H — NMR (400MHz, DMSO-d 6 ) 5 : 2. 1 
3 (1H, br. s), 2. 20-2. 35 (1H, m), 2. 2 4 (3H, 
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s), 2. 38 (3H, s), 2. 58 ( 1 H, t, J = 10Hz), 2. 70 
-2. 85 (2H, m), 3. 30-3. 7 0 (4H, m), 4. 63 (1H, 
t, J = 5Hz), 5. 64 (1H, s), 7. 09 (1H, t, J = 8Hz), 
7. 39 (1H, d, J = 8Hz), 7. 87 (1H, d, J=8Hz), 1 
5 1. 17 (1H, s). MS (EI): 2 8 7 (M + ) 
mMffl 15 4 

2 - p< h ^ ^;v#=;V7 ai =/^T-fe W 5 KBfc* ^vMttfifett 1 . 0 g t 2 
-^h^v^^^/v- l -^/utN-^^o. 7 g %m^XMMM 1 8 

fcfW^jS^HrVV 3- (3-^ h*c^JJJl'7S~/l'- 4-*3-/l't°<<7V 

lo y-i— fM -2H — f y^yyy-i-tyo. 5 g 5r#fc 0 1 o 

5-109°C. J H-NMR (40 0MHz, DMSO-d 6 ) 5: 
11. 15 (s, 1H), 7. 99 (d, J = 8. 1Hz, 1H), 
7. 53 (t, J = 8. OHz, 1H), 7. 43 (d, J = 7. 
8Hz, 1H), 7. 20 (t, J = 7. 8Hz, 1H), 5. 
15 8 0 (s, 1H), 3. 52 (d, J = 10. 5Hz, 1H), 
4. 12 (q, J = 7. 1Hz, 2H), 3. 16 (d, J = 5. 
1Hz, 1H), 3. 0 6-2. 9 0 (m, 4H), 2. 35-2. 
27 (m, 1H), 2. 25 (s, 3H), 1. 20 (t, J 
= 7 . 1 H z , 3 H) . 
. 20 15 5 

2-pt- h a?ls#;Utf—/U-7 3= ^;VT"fc W 5 KgM fMg&M. 1 . 0gi2 
-^f/VtXy^yO. 6 g^l^fifll 8 [S3#6te:^J&S&*TV\ 3- 
(3 -tT^K'^i?^- 1 -^T/V) - 2 ¥1-4 y*c/ V ^— 1 -*V0. 
3g^#fc.KI1 6 4-1 6 7 < C. ^-NMR (4 0 0MHz, DM 
25 SO-d 6 ) 5: 11.03 (brs,. 1H), 7.98 (d, 
J = 8. OHz, 1H), 7. 51 (t, J = 6. 8Hz, 1H), 
7.41 (d, J = 7 . 8 H z , 1H), 7,17 (t, J = 7 . 
1Hz, 1H), 5. 7 2 (s, 1H)„ 3. 4 8 (d, J = 
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11- 5Hz, 2H), 2. 90 (d, J = 12. 0Hz, 1H), 
2.8 0-2.7 0 (m, 2 H) , 2.6 0-2.4 0 (m, 2 H) , 
2. 21 (t, J = ll. OHz, 1H), 0. 99 (d, J = 
6. 4 Hz, 3 H). 

5 mmm 1 5 6 

2-* h^V^/i^—^^^^KTir W §. K^^f/i'Sitl. 0 g t 
(S) -2- (tKa^f/i/) -l-^f;i/tV7^yo. 7g^ 
Tm&ffll 8 tmUKRfo$:ft\,\ (S) -3 - (3-t K^V^/W-4 

-y gvn^^v^- 1 -^v) -2H — fy^;r/-i-tyo. 3 g 

10 £r#7c 0 ®t,&l 7 3- 1 7 4°C. 1 H — NMR (4 0 0MHz, DMSO 
-d 6 ) 5: 11. 10 (s, 1H), 7. 99 (d, J = 7. 
8Hz, 1H), 7. 52 (t, J = 7. 1Hz, 1H), 7. 
42 (d, J = 7 . 8 H z , 1H), 7.19 (t, J = 7 . 3 
Hz, 1H), 5. 74 (s, 1H), 4. 57 (brs, 1 

15 H), 3. 6 7-3. 4 9 (m, 3H), 3. 4 5-3. 2 8 (m, 
2H), 2. 7 7-2. 15 (m, 2H), 2. 5 6 (t, J = 
10. 5 Hz, 1H), 2. 24 (s, 3H), 2. 12 (br 
s, 1H) 

20 3-^nn-2H-^y^r/^-l-ty4. Ogi (S) -2-t FtJ 
dri/^ f^tX7 ^5. 5g ^ffiV^T^»!l 1 t m&K,RJ&&ft\i* (S) 

-3- (3-t Kn^^f;l/^7i;y-l-^;V) -2H ( V 5r / V 

5g£#fe 0 (S) - 3- (3-tKn^f/Hf/<7t? 

^-1-^fA-) -2H — fy^y yy-i-ty4. 5 g h~ h y ^ 

25 8 0mLfcJ:t;3 7 V ^tR^^K 8 . 2 m L Kfflft U tR^T-CtK^ 

{b^Ty ^-7^^- h y »>A3. 4g*5j;^mo. 8 5mL£r7}D;Lfc 0 a© 
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(s) -3- (3-fc Kb 4 - ^ ^;v^7 ^y- 1 —JM 

-2H-'fy^;!;y-i-ty3. 3 g £r#fc 6 

5 ^Jfe-W 15 7 

2 — ^ a =^Ti? h ^ 1 • Ogt 

(R) -2- (tKn^f/V) -l-^f;Vf^5^0. 7g&JBV^ 
•CIQ6W1 8 2:ra«H!l|e^*ffV\ (R) -3- (3-tKn^Wf/V-4 
-^f;Hf^7^/- 1 — 4M -2H-^y^/yy-l-tyO. 4g 

10 £r#fc 6 Jft^il 7 1-1 7 3°C. X H-NMR (400MHz, DMSO 
-d 6 ) 5: 11.10 ( s , 1H), 7.99 (d, J = 7. 
8Hz, 1H), 7. 52 (t, J = 7. 5Hz, 1H), 7. 
43 (d, J = 7. 8Hz, 1H), 7. 19 (t, J = 7. 8 
Hz, 1H), 5. 74 (s, 1H), 4. 57 (brs, 1 

15 H), 3. 67-3. 49 (m, 3H), 3. 45— 3. 28 (m, 
2H), " 2. 77 — 2. 15 (m, 2H), 2. 56 (t, J = 
10. 5Hz, 1H), 2. 25 (s, 3H), 2. 12 (br 
s, 1H) 

mmm 1 5 s 

20 3- -2H — fy*;py-i-t^ 

2. Og?r^^y-;V2 0mLMU 1 0%^7^7A-^il.. Og 
©#4T4 0^JE, 7 0 0 CTr7Kmm*P^ofc 0 kjc£3&T&. SfSSfrSrSia 

no*M /1^=1 0 : l^^^IilT#5)^M^ y7° 

25 p tr/vat— ^/is&M%.xffimi,iz.f%&&z>m\s, 3- (l-^^t-^yv 5 

^— 4 — i ?V) -3, 4-^KP-2H-^y^;!)y-i-tyo. i 

gSrffc, BL&l 3 9-1 4 It. 'H-NMR (40 0MHz, CDC 
1 3 ) 5: 8. 0 8 (d, J = 7. 6Hz, 1H), 7. 4 8 
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(t, J = 7 . 3 H z , 1H), 7 . 38 ( t , J = 7 . 6 Hz, 
1H), 7. 23 (d, J = 7. 3Hz, 1H), 6. 32 (b 
r s, 1H), 3. 5 2 (brs, 1H), 3.15-2.90 (m, 
4H), 2. 30 (s, 3H), 2. 16 (brs, 1H), 2. 
5 0 0-1. 7 0 (m, 4H), 1. 5 8- 1. 3 0 (m, 2H). 

nmm 159 

2- 7$;-3-^f/^X7?K3. 24gi3- (i;xf;l/7?/) 

yp/^ittt4 . 0 0 g ^m^^xmmm 120 1 ^#©^i£-e^jct:^ 

VN8-^^/V-2- [2- (i^c^/KT $ 7 ) -3H-^t^!)y 
10 -4-t^82mg (8%) #fc 0 

'H-NMR (DMSO-d 6 ) d : 1. 13 (6H, m) , 2. 60 (3H, 

s), 2. 65-2. 71 (4H, m) , 2. 81-2. 87 (4H, m) , 7. 

24-7. 2 9 (1H, m), 7. 53 (1H, d, J = 7. 3Hz), 8. 

08 (1H, d, J = 8. OHz), 12. 58 (1H, m) . 
15 MMM 16 2 

2 h^-i/X ;V7$=.;V7 zc—jVT^ W 5 KgM f;Htll. 0 g t 2, 

3- (3, 5 -^^t°^7^^~ 1 — Y/^) -2H-^y^7!Jy-l 
-^-^0. 3gS:#fc. St^2 0 8- 2 1 0t. 1 H — NMR (4 0 OMH 

20 z, DMSO-d 6 ) 5: 10. 98 (brs, 1H), 7. 

97 (d, J = 7. 8Hz, 1H), 7. 50 (t, J = 7. 1 
Hz, 1H), 7. 41 (d, J = 8. 1Hz, 1H), 7. 1 
6 (t, J = 7. 1Hz, 1H), 5. 72 (s, 1H), 3. 
51 (d, J=10. 5Hz, 2H). 3. 4 0-3. 2 5 (m, 

25 1H), 2. 90-2. 78 (m, 2H), 2. 15 (t, J = 
11. OHz, 2H), 0. 99 (d, J = 6. 4Hz, 6H). 

mmm 16 3 

N, N— 2 - ( 4 - ^ ^yX7 5 Fl. 0gi4 
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— wv- 1 -^gv^tf^y v^o. 6 g&^x^MWs 2 km^fcfcfo 

Srfrv\ 4- (4-^f;w7o:=;v) -3- (1 -^/v-t^P v^- 4- 

4^) -2H-^y*;r/-i-tvo. 3g^ffc 0 1^244-24 

6t). ^-NMR (400MHz, CDC1 3 ) 5: 8.49 (b 
5 rs, 1H), 8. 40 (d, J = 8. OHz, 1 H), 7. 4 

7 (t, J = 6. 6Hz, 1H), 7. 40 (t, J = 8. 3H 

z, 1H), 7. 26 (d, J = 7. 6Hz, 2H), 7. 09 
(d, J=8. OHz, 2H), 7. .02 (d, J = 7. 6Hz, 

1H), 2. .86 (d,. J = 5. 6Hz, 2H), 2. 50-2. 
10 3 8 (m, 1H), 2. 4 4 (s, 3H), 2. 2 2 (s, 3 

H), 1. 9 0-1. 6 0 (m, 6H). 

mMm 16 4 

N, N-v^^V^-2- (4 — ^yX7 5 Kl. Ogi 

4->77-l — .^/H^JJ -^O. 6 g &JBVvr|£Jfi0!l 8 2i^l-K 
15 J&£r*rv\ 4- (4-7/v^-pit*^/v) -3- (l-^W^y^y- 
4_^yv) -2H-- fy^yyv-i-tyo. 4gir#fc, i^2 6 9- 

2 7 1t. 1 H-NMR (400MHz, CDC1 3 ) 6: 8. 5 

3 (brs, 1H), 8. 41 (q, J = 6. 8Hz, 1H), 
7.5 5-7.44 (m, 1H), 7.43-7.3 8 (m, 1H), 

20 7 . 2 4 - 7. 1 0 (m, 4H), 6. 97 (d, J = 7. 6Hz, 
1H), 2. 87 (d, J = 8. 8Hz, 2H), 2. 44-2. 
30 (m, 1H), 2. 22 (s, 3H), 1. 90-1. 60 
(m, 6H). 

MMM 16 5 



25 2-75/-3-/f/V^X7 5K3. 38gH-^9^7°n^ 
miMMt&4 ■ 2 6 g ^JSV^T^WJ 120 k fflU<D37&~eKJfo%ft^ 8 
*5-?v-2- (2— tV*!7iV:*7vi') -3H-^ty*yy-4-ty^rl. 
0 4 g (55%) #7t 0 
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X H — NMR (DMSO-d 6 ) d : 1. 51 (2H, m), 1. 68-1. 7 
4 (4H, m), 2. 5 6 (7H, m), 2. 72 — 2. 77 (2H, m), 2. 
81-2. 86 (2H, m), 7. 23-7. 2 9 (1H, m), 7. 52 (1 
H, d, J = 7. 1Hz), 8. 89 (1H, d, J = 7. 8Hz). 
5 MMM 16 6 

— 3-* ^;MyX7 $ F 3 . 2 4gt3- (WJly-4- 
/V) 7*13 /^Bfeggfett 3 . 1 9 g Sr^T^JStf"! 120i 

z&IHtv^s -^<5vw- 2- [2- (^-/v^y ^— 4--</v) - 3 h 

-Wi;y-4-M5 18mg (22%)#fc 0 
10 J H — NMR (DMSO-d 6 ) d:2. 56-2. 5 8 ,(4H, m), 2. 6 
4 (3H, s), 2. 8 3-2. 8 5 ( 2 H, m), 2. 8 9-2. 9 2 (2 

H, m), 3. 6 6-3. 8 5 (4H, m), 7. 31 (1H, t, J = 7. 
6Hz), 7. 57 (1H, d, J = 7. 3Hz), 8. 11 ( 1 H, d, J 
= 7. 8Hz), 12. 02 (1H, m). 

15 ^MM 16 7 

N, N- v^^/V- 2 - (2-;* F^V^SW -<yX7 5 Fl. 0 g ir 
4— f7V- 1 -^^vt'fcV*!* i^O. 6 g^rffiVN-r^»J8 2ilHStS 
J5&£r*TV\ 4— (2-^ h^>7x^) -3— (1 —??'A'**'<y 

4— -fAO -2H-^y^y!)y-i-tvo. 2 g £r#fc 0 ®t£ 1 5 3 - 

20 1 5 5t. X H — NMR (400MHz, CDC1 3 ) 5: 8. 4 

4 (brs, 1H), 8. 39 (d, J = 7. 8Hz, 1H), 
7. 5 0-7. 3 2 (m, 3H), 7. 11 (d, J = 5. 6, 1 
H), 7.09-6.98 (m, 2 H) , 6.94 ( d , J = 8. 
0Hz, 1H), 3. 6 8 (s, 3H), 2. 9 2-2. 8 0 (m, 

25 2H), 2. 4 0-2. 2 6 (m, 1H), 2. 2 1 (s, 3H), 

I. 8 2- 1.5 0 (m, 6 H). 
MMM 16 8 

N, N- Va^f-fV- 2 - ( 3 - ^ ^vWO-vWO ^VX7 5 Fl. 0gt4 
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- i/T J — 1 — * fvH^ U^VO. 6 g &fflV>THJ603 8 2 t fflW^Rfo 

&n\>\ 4- o-^wxi/v) -3- • 
-Y/v) -2H-^y^yr/-i-tyo. 3g^#fc. BW1214-21 

6°C. 1 H — NMR (4 0 0MHz, CDC1 3 ) 5: 8.6 9 (b 

5 r s, 1H), 8. 41 (d, J = 6. 6Hz, 1 H), 7. 4 
8 ( t , J = 7 . 1 H z , 1H), 7.43-7.28 (m, 2 

H) , 7. 2 7-7. 10 (m, 1H), 7 . 0 8 - 6 . 9 5 (m, 

3H), 2. 9 5-2. 8 0 (m, 2H), 2. 5 0-2. 3 8 (m, 
1H), 2. 40 (s, 3H), 2. 23 (s, 3H), 2. 1 
10 0 — 1. 6 0 (m, 6H). 

m&m 16 9 

N, N - i^ac^-A'— 2 - ( 2 - * ^/W^vM') ^^X7 5K1. OgH 

<Mrv\ 4- U-^^vi^rc—zv) -3- (l-^f;i'^y^-4- 
15 -2H--fy^r/!)y-i-tyo. 3glr#fco M249-25 

1°C. 1 H — NMR (40 0MHz, CDC1 3 ) 6: 8.6 2 (b 
rs, 1H), 8. 42 (d, J = 7. 1Hz, 1H), 7. 5 
0-7. 20 (m, 5H), 7. 09 (d, J = 7. 1Hz, 1 
H), 6. 83 (d, J = 7. 3Hz (1H), 2. 90-2. 7 
20 8 (m, 2H), 2.3 7-2.2 4 (m, 1H), 2.21 (s, 
3H), 2. 01 (s, 3H), 1. 9 0-1. 5 9 (m, 6 H) . 

mmm 170 

N, N- 5?ac^/v— 2 - (3 - ^ b ^i^VtW ^y^7 U'l. Ogi 

4-v-ry- 1 -y^vvtv<y ^yo. 6 g&jii/vclUfrBsjs 2tmil^ 

25 J&Sr^TW 4- (3-^ b^S/^^V) -3- (l-^W^P^y- 
-2H-fy^r/!)>'-l-tyO. 3g'^#fc. 1^18 1- 
18 3t. X H — NMR (4 0 0MHz, CDC1 3 ) 5: 8. 5 
5 (brs, 1H), 8. 4.0 (d, J = 7. 1Hz, 1H), 
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7. 53-7. 35 (m, 3H), 7. 0 3 (d, J = 8. 0Hz, 
1H), 6. 97 (dd, J = 5. 9Hz, 2. 4, 1H), 6. 
81 ( d , J = 7. OHz, 1H), 6.76 (d, 3 = 2. 7 
Hz, 1H), 3. 82 (s, 3H), 2. 9 3-2. 8 0 (m, 
5 2H), 2. 5 0-2. 3 9 (m, 1H), 2. 23 (s, 3H), 
1. 9 0-1. 6 0 (m, 6H). 
HJfi-W 17 1 

N, N— SfcnfvV— 3 h f/vt^fi/- 2 - ^f/^yX7 ^ K 1 . 

5 gi:4-^7;-l-^f;vt^y^yi. 2 g3rffi^-Cl£&£#!l8 2 km 
10 ;8$fc:SJSSr*TV\ 5-^F^f;V^V-3- (1 -^^vvt^<y 
-4 — r/W -2H-^y^y !)y-i-tyi. 2 g ^#7t 0 9 4 

-19 6t. 'H-NMR (40 0MHz, CDC1 3 ) 8 : 10. 
14 (brs, 1H), 8. 0 0-7. 9 5 (m, 1H), 7. 
3 8-7. 2 5 (m, 1H), 6. 7 1 (s, 1H), 5. 2 9 
15 (s, 2H), 3. 50 (s, 3H), 3. 00 (d, J = l 
1. 4Hz, 2H), 2. 53-2. 41 (m, 1H), 2. 3 3 
(s, 3H), 2. 17— 1. 9 5 (m, 4H), 1. 9 0 — 1. 
7 5 (m, 2H). MS (EI): 3 0 2 (M + ) 
17 3 

20 2-757-3-/ f/^yX7 $ K 3 . 38gt6- (^xW$;) 
■^=¥f-^KiSBfeiS 3 . 2 4 g 3r/BV^jfe!&#l 1 2 O t m&0>&&"ZRJ&&lT 
8-^^/1^- 2- [5- (v?xf;P7^y) ^^^/V] -3H-WU. 
y-4-t^l24mg (8%) #7b 0 

1 H-NMR (DMSO-d 6 ) d:0. 90 (6H, m), 1. 32-1. 4 
25 2 ( 4H, m), 1. 70-1. 78 (2H, m), 2. 30-2. 49 (6 
H, m) , 2. 58 — 2. 66 (2H,m), 3. 29 (3H, s), 7. 29 
-7. 33 (1H, m), 7. 62 (lH.'d, J = 7. 3Hz), 7. 90 
(1H, d, J = 7. 3Hz), 12. 12 (1H, m). 
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MMM 17 4 

2-757-3-^ f;HyX7 5 Ft 5- (i?if^T?7) ^i/^V^ 
mm^m^xmMMl 2 O i ©^X-S^Srfi 1 ^ 8 - ^ f 2 - 

5 m-mm 175 

2-757-3-^f;^X7$K2. 9 8g£5- (^f/V/?/) 

x:^^ i^^^s 2 . 4 5 g %m ^xmM^i 1 2 0 1 m&<o^mx^^^f 

V^8-^^/V-2- [4- (i?^f/V75;) -3H-w;> 
-4-^-VSr2. 10 g (7 7%) #fc 0 

10 1 H — NMR (DMSO-d 6 ) d : 1 . 43-1. 47 (2H, m), 1. 6 
8-1. 72 (2H, m), 2. 10 (6H, s), 2. 2 2-2. 2 5 (2 
H, m), 2. 57-2. 61 (2H, m), 3. 40 (3H, s), 7. 27 
-7. 32 (1H, m), 7. 60 ( 1 H, d, J = 7. 6Hz), 7. 88 
(1H, d, J = 7. 9Hz). 

15 IO£#!|17 6 

2 -75 / - 3-^f /1"< N /X7 5 F 1 . 44gi4- (t'Pp^ — 1- 
-< AO 79 >tSSX 1 • 5 6 g SrffiVN-CHJS^iJ 120i |SiJ«©#ifcT? i Rf& 
%=frV>8-^^/V-2- [3- (fny^y-i-^;v) ^olf/V] -3H 
-Wyy-4-M3 8mg#fc. 
20 ! H-NMR (CDC 1 3 ) d : 1. 9 1-2. 0 1 (6H, m), 2. 5 9 (3 
H, s), 2. 70-2. 74 (6H, m), 2. 92-2. 95 ( 2 H, m) , 

7. 27-7. 31 (1H, m), 7. 54 (1H, d, J = 7. 1Hz), 

8.0 8 (1H, d, J = 7. 1Hz). 



nmm 177 

25 N, N-^xf/l'-S-^^-^^^^ Kl. 0 g £ 4-i/7V - 1 - 

^f;vtxye;yo. 7 g ^ffiu^xlUSM8 2 ti^ttl^^j^^vx 7- (1 
-^^txij i^^— 4 —<f a) — 6H-1, 6-t7f 9^y-5-ty 

1/I07k#»0. 4g£#fc 0 iS^>2 4 0t;/^SI, X H — NMR (4 
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00MHz, DMSO-d 6 ) 5 : 1. 60-1. 70 (2H, m), 1. 8 
5 — 1. 95 (4H, m), 2. 17 (3H, s), 2. 35-2. 50 (1 
H, m), 2. 86 (1H, d, J = 8Hz), 6. 40 (1H, s), 7. 4 
1 (1H, dd, J = 8, 5Hz), 8. 41 (1H, d, J = 6Hz), 
5 8. 8 4 (1H, dd, J = 5, 2Hz), 11. 49 ( 1 H, brs). M 
S (E I ) : 2 4 3 (M + ) 

^Mm 17 8 

N, N - i/=^=f-;V— 2 , 3 f/v^yXr $ Kl. 0 g £ 4 - iXT J — 

l-^f/nf^u^o, 6 g&m^xmMMs 2 kmmte&j&&ft\,\ 5 

10 -*77U-3— (1 - ^f;Vt°^'J v?^-4— (VV) -2H-< fy^/y^ 
-l-^-^O. 3g^#fc„ 1^1 9 6-1 9 8t. 1 H-NMR (4 0 0 
MHz, CDC 1 3 ) 6: 10. 24 (brs, 1H), 8. 

22 (d, J = 8. 1Hz, 1H), 7. 45 (d, J = 6. 8 
Hz, 1H), 7. 31 (t, J = 8. OHz, 1H), 6. 4 
15 2 (s, 1H), 3. 04 (d, J = ll. 5Hz, 2H), 2. 
58-2. 43 (m, 1H), 2. 49 (s, 3H), 2. 37 
(s, 3H), 2. 2 1-2. 0 7 (m, 2H), 2. 0 7 — 1. 
9 6 (m, 2H), 1. 9 6-1. 8 0 (m, 2 H) . MS (E 
I) : 2 5 6 (M+) 

20 nmm 179 

N, N-^x'^-2-xf;i/^yX7$ Kl. Ogi:4-v'7y-l-^ 

^^0. 8 s ^m^-rmMm8 2 tmm^R^n^, 

)v— 3 - ( 1 -ygvvf-i.y i?^- 4--< /w-) -2h — fy^yyy-i- 

^-.^0. 9 g £r#fc 0 ®jL& 2 0 2-2 0 4°C. 1 H — NMR (4 0 OMH z, 
25 CDC1 3 ) 6: 8. 40 (d, J = 7.8Hz, 1H), 8. 

38 (brs, 1H), 7. 70-7. 60 (m, 2H), 7. 
48-7. 41 (m, 1H), 3. 00 (d, J = ll. 7 Hz, 
2H), 2. 9 5-2. 8 3 (m, 1H), 2. 3 2 (s, 3H), 
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2. 27 (s, 3H), 2. 15-2. 01 (m, 2H), 1. 
8 9-1. 7 0 (m, 4 H). 

mmm iso 

N, N — ^rc^vV- 3 - (^ fvVT 5/) - 2 - * f/l^VX7 5 Kl. 
5 O g J:4-^7;-l-^^tV!)^yo. 7 g«rfl3Vvr^J£0!l8 2 tm 

«fcKifc&fTV\ 5- -3- (1 -*<?w-<y 

218°C. 1 H — NMR (400MHz, CDC1 3 ) 5: 10. 
5 1 (br s, 1H), 8. 0 4 (d, J = 7. 8Hz, 1H), 

10 7. 3 4 (t, J = 7. 8Hz, 1H), 7. 25 (d, J = 7. 
8Hz, 1H), 6. 68 (s, 1H), 2. 99 (d, J = 
11. 5Hz, 2H), 2. 78 (s, 6 H) , 2. 57-2. 4 
3 (m, 1H), 2.3 3 (s, 3H), 2.16-1.99 (m, 
4H), 1.8 8-1.7 8 (m, 2H).MS (EI): 2 8 5 (M 

15 +) 

18 1 

3_ ( ! _ ^ ^ ; vt c ^ y i?y ~ 4 - > f ;v) -2H-i-t^y^y^;r/ 

-5-&A'tf>'&&jBM&3. 7 g&XXfib V ^AsT 5 ^4. 8mL^rxb 
7tFD77>'6 0mLl«U v?7^=/H> ^7 K 2 . 9mL£rJB 
20 x.T4^»^«bfc 0 MM^;-^4 0mLmt$e.fc4l$ 

^SrtafcT^ffiUfc5!£i§i&*StU 1, 3-5? (3- (1 -p«^/Hf^y 

c?^_4_^^) - 2 h- i - t^y^ y^y y 5 pvti. 

0g?r#fc o E^>2 8 0°C. 1, 3— (3- (l-zf/vt^y^y- 

25 4 — <VV) -2H-l-t^fy>fy d f; JJi/-5 — Y/V) 7W71- Ogi 
2 0 %7K^fb# y !7 Azfc|g?R 1 0 m L fc*gfl¥ U 10 B#B8#PS&iSfcft Ufc 0 
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x 5 -t ^ / - 3 - (i -^^vwt^y v^-4 — f*o -2H — fy^y 

&>0. 6 g£r#fc 0 M2 2 2-2 2 4°C. 1 H — NMR (4 
00MHz, DMSO-d 6 ) 6: 10. 90 (brs, 1H), 

5 7. 3 5 (d, J = 7. 6Hz,. 1H), 7. 06 (t, J = 
7. 8Hz, 1H) ( . 6. 80 (d, J = 7. 6Hz, 1H), 6. 
45 (s, 1H), 5. 48 (s, 2H), 2. 85 (d, J 
= 11. 2 H z , 2H), 2. 39-2.2 8 (m, 1H), 2. 
17 (s, 3H)', 1. 95-1. 78 (m, 4H), 1. 78 

10 -1. 6 0 (m, 2H). MS (EI): 2 5 7 (M + ) 
mtim 18 2 

N, N-v^^^/V-2— (2-7/U^-d^V^V) ^XT5K1. Ogt 
4-i/7/-l-^f/Hf^!Ji?yO. 6 gSrfflV^3WfcW8 2 fc^SlfcK 
ffcSrfTV\ 4- (2-7;l/^n7x=/k) -3- ( 1 J-jvM^y 

15 4 — f/w) -2H-^y^yyy-i-tyo. 4 g ^#fc 0 1^247- 

2 4 9°C. 1 H — NMR (400MHz, CDC1 3 ) 5: 8. 7 

9 (brs, 1H), 8. 43 (d, J = 6. 6, 1H), 7. 
5 6-7. 3 5 (m, 3H), 7. 30-7. 12 (m, 3H), 
6. 96 (d, J = 8.0, 1H), 2. 95-2. 80 (m, 2 
20 H), 2. 4 0-2. 2 8 (m, 1H), 2. 23 (s, 3H), 
1. 9 0-1. 70 (m, 4H), 1. 65 (d, J = 13. 9, 
2H). 

mum 18 3 

N, N-^if ;v- 5 - i? a a - 2 - ^ f $ F 1 . 0gt4-v' 
25 77-i->f;vtvyi;yo. 7 g ^v^T»l 8 2 t mffl£-5U&$:ft 

/ U ^-1—^-^0. 5 g&#fc 0 M-k2 5 3-2 5 5°C. 1 H — NMR (4 
OOMHz, DMSO-d 6 ) 5: 11. 39 (brs, 1H), 
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8. 03 (s, 1H), 7. 7 0-7. 6 0 (m, 2H), 6. 
40 (s, 1H), 2. 85 (d, J = ll. 5, 2H), 2. 
41-2. 25 (m, 1H), 2. 17 (s, 3H), 1. 88 
(dd, J=ll. 7, 10.2, 4H), 1.6 8-1.5 5 (m, 
5 2.H). MS (EI): 2 7 6 (M+) 
m&ffl 18 4 

5-tFa^-3- (l-^^t°^y^^-4-^/W) -2H— ry=3r 
;yy-l -^mm^o . 8 g %m^xmMM 15 8b mWifcfcfo&ft^ 
5-tFo^>-3- (l-y^/Vf^y vV-4— - f/V-) -3, 4-^fc 

io KP-2H--Y y=*v y y-i-tvo. 1 g£#fc 0 it&2 1 6-2 1 8°c. 

] H-NMR (40 0MHz, DMSO-d 6 ) 5: 9.66 (s, 
1H), 7. 85 (s, 1H), 7. 29 (d, J = 7. 6, 1 
H), 7. 10 (t, J = 7. 8, 1H), 6. 94 (d, J 
= 7.8, 1H), 2.8 0-2.6 0 (m, 4H), 2.09 (s, 
15 3H), 1. 7 6-1. 4 5 (m, 5H), 1. 4 0-1. 2 0 (m, 
3H). MS (EI): 2 6 0 (M+) 
MM®) 18 5 

N, N-^^/V-3-^ b^3/y^V^iX-2-y^l^^XT5: Fl. 

yyotrvv) -2H-- f y^/y^-i-tyo. 4 g £r#fc 0 gfe,& 1 1 0 

- 1 1 2°C. 'H-NMR (4 0 0MHz, CDC1 3 ) 5: 11. 
55 (brs, 1H), 7. 99 (dd, J = 4. 9, 2. 2, 
1H), 7. 3 3-7. 2 4 (m, 2H), 6. 6 1 (s, 1H), 
25 5. 2 8 (s, 2H), 3. 50 (s, 3H), 2. 67 (t, 
j = 6 . 4, 2H), 2. 37 (t, J = 6; 1, 2H), 2. 
32 (s, 6H), 1. 8 3- 1. 7 5. (m, 2H). MS (E 
I ) : 2 9 0 (M+) 
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Sfe&£#lJ 18 6 

h^ri^^vv*-^- 3- (3-^f;vr$/^a tVi/) — 2H- 
^y^f/D ^- l -^-^o. 3 g&m^xmM®n o 8 fcBWIlc£Dfi:*ffv\ 
5-tKt3^->-3- (3-*^W5;^o tw) -2H-^y^;D 

5 y-l-tyfitlO. 2 5 gi#t, 1 4 1-1 4 3t. 'H-NMR (4 
00MHz, DMSO-d 6 ) 5: 11. 22 (brs, 1H), 
1 0. 7 8-1 0. 40 (m, 2H), 7. 57 (d, J = 8. 1, 
1H), 7. 19 (t, J = 7. 8, 1H), 7. 15-7. 05 
(m, 1H), 6. 5 1 (s, . 1H), • 3. 1 0-2. 9 2 (m, 

10 2H), 2. 7 2 (s, 6H), 2. 6 0-2. 4 3 (m, 2H), 
2. 10-1. 90 (m, 2H). MS (EI): 246 (M+) 

•mmm 1 8 7 

N, N - i?^j>V- 3 - * h fA'***/- 2 - * f;W<yX7 ^ F 1 . 

15 2 t m^KR^^f^. 5-^ h^^^/V^v^-3- 

- 2 h-^t y^-y 5 ^— 1 -a-^o. 4g%#fc. fitfeio9 

— 11 1*0. 1 H — NMR (4 00MHz, CDC1 3 ) 6: 10. 
71 (brs, 1H), 7. 99 (dd, J = 3. 4, 2. 6, 
1H), 7. 3 5-7. 2 5 (m, 2H), 6. 6 5 (s, 1H), 
20 5. 2 9 (s, 2H), 3. 51 (s,. 3H), 2. 61 (t, 
J = 7. 3, 2H), 2. 35 (t, J = 6. 8, 2H), 2. 
25 (s, 6H), 1. 8 3-1. 7 0 (m, 2H), 1. 61 
-1. 5 0 (m, 2H). MS (EI): 3 0 4 (M+) 
^MM 18 8 

25 5 -^ (4-^^717^) -2H-4 

y^-y v i/- 1 -j-i/o. 3 g&m^xMMffli o 8 tmi&teRj&&ff\r\ 

-l-tytl5lO. 2 5 g ®)L& 2 3 1- 2 3 3"C. 'H-NMR 
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(400MHz, DMSO-d 6 ) 8: 11. 14 (b r s , 1 

H), 10. 0 1 (brs, 1H), 7. 5 6 (d, J = 8 . 1\ 

1H), 7. 17 (t, J = 8. 1, 1H), 7. 02 (d, J 

= 6.8, 1H), 6.45 (s, 1H), 2.5 2-2.3 5 (m, 

5 2H), 2. 19 (t, J = 7. 1, 2H), 2. 08 (s, 6 

H), 1. 60 (t, 3 = 7. 6, 2H), 1. 40 (t, J 
= 7. 3, 2H). MS (EI): 2 6 0 (M+) 

$&$m 18 9 

N, N— 5*^/1 — 3 y3f-Zs*^Jl>3-*is-2-*^A"<fXT^ Kl. 
io 5 g 1 3 - (t°^y 1 — T/V) ^ h y /VI . l g SrfflV^Xll 

ifj8 2i»^^\ 5-^ (2- (t° 

5 - * h ^ f-tvar^y- 3 - ( 2 - V Vis- l — f M * 
-2H--fy#/yy-i-tyo. 5 g trj^-c^js^i 1 o 8 h m 

15 J3ifc:£J&&fTV\ 5-tKo^-3- (2- (txy^-i-^;v) 3i 

?vvo -2H-^y^;y^-i-tyo. 4g£#fc K261-26 

3°C. X H — NMR (4 0 0MHz, DMSO-d 6 ) 8: 11. 

29 (s, 1H), 10. 51 (brs, 1H), 10. 4 1- 
10.00 (brs, 1H), 7.57 (d, J = 7. 8, 1H), 

20 7. 2 2 (t, J = 7. 8, 1H), 7. 10 (d, J = 7. 8, 
1H), 6. 58 (s, 1H), 3. 44 (d, J = ll. 0, 
2H), 3. 4 0-3. 2 3 (m, 2H), 3. 01 (t, J = 
8. 8, 2H), 2. 9 5-2. 8 0 (m, 2H), 1. 85-1. 
6 0 (m, 5H), 1. 4 8-1. 3 0 (m, 1 H) . MS (E 

25 I ) : 2 7 2 (M+) 
m&ffl 19 0 

N, N-^xf;V-2-yf;^yX7 5 K5. 2 g t 4 -VT J 

3. 4g^V^M(8 2i:»^^\ 3- (4-fy^V) - 
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2H — f y*c/ V 1 157KfO#2. 0g£#fc o ®>,& 

>2 7 0 < C. X H — NMR (DMSO-d 6 ) 8 : 7. 5 2 ( 1 H, s), 
7. 61-7. 67(1 H, m), 7.78 — 7.83 (2H, m), 8. 
25 (1H, d, J = 6Hz), 8. 36 (2H, d, J = 7Hz), 8. 
5 97 ( 2 H, d , J = 7 H z ) , 11. 90 (1H, brs). 

3 - ( 4 - f y *??v) - 2 h — fy^!)y-i -Jr>-mmM.%mi£MM\~ 
HU 1 . ,8 g £r#7c„ ^1 (OW^m^y^ 5F4 0mL lO&fl? 
U ^tat* 3 0 . 4 8 m L &3tlx.fc 0 Sfr^T^m^^^UT 

^tw^a^y — omLic^u 7k?^T-e7k*^!>^b y 
io no. 85g fcan&fc* SJE£:^TM?rIibT^)tt^i* y 

^ u ti *,W> : y ^ y —;v= 5 : 1 ffimfrfrMm VXtftm VfcUggh&mWL u 
3- (l-y^/V-l, 2, 3, 6-7^ h^t Kctfy i^V-4 — (M - 

15 2H-- rv^yy^ — 1— ^-vo. 9 6 g &^tn 0 MM2 2 2- 2 2 3°c. 1 

H — NMR (CDC1 3 ) 5 : 2. 42 (3H, s), 2. 5 5-2. 
59 (2H, m), '2. 66 — 2. 69 (2H, m), 3. 16 — 3. 2 
0 (2H, m), 6. 30 ( 1 H, s), 6. 46 (1H, s), 7. 4 
1-7. 45 (1H, m), 7. 50 (1H, d, J=8Hz), 7. 5 
20 9 -7. 6 3 (1H, m), 8. 33 (1H, d, J = 8Hz), 9. 3 
7 (1H, b r s). 

mmm 1 9 1 

N, N- xs^f-jV— 2-^f/V^yX7 5 K 1 . 9 g t 1 -^<ls\?JV- 3 - 

ixr / tr^ y v 5 ^ 1 . 8 g ^m^xmMm S2t m^KR^^\ 3 - ( 1 
25 — ^^tvjjv?y-3 — ivp) -2 H-^y^; y ^- 1-^-^1. 6 

4 g £#fc 0 M 1 7 6 - 1 7 8°C 

192 

3- ( 1 -^yy;wt^p yy- 3 —f;i/) -2H — fy^/!)y-i-t 
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n o . 6 8 m L £7)nx.T 2 ^flIfiT«Lfc 0 UTSI^ 

& ^ * y -/M£*§$? u io ^-rajp^« ufc„ mt&ms txasi^^ 

U ;v 2 0 m L *5 iU? 3 7 ^o/js/V^ !) 1 . 4mL»U tK^TX 

TK^bv-T/*^^ h V !?A0. 3 3g^it^t0. 1 8mLl:lPifc 0 

10 <?Jls#7J>>? u^r (^Tlt^Ufc 0 ^ o p Tfrsu : ^ ^ J — fr= 

3- (i 3 — r /v) -BH-^y^/yy-i-^y 

0. 18 g£#fc„ M/&1 5 5-1 5 6°C. *H— NMR (CDC 1 3 ) 5 : 

1. 5 2—1. 7 8 (5H, m), 2. 18-2. 25 ( 1 H, m), 2. 
15 31 (3H, s), 2. 4 5-2. 5 5 ( 1 H, s), 2. 65-2. 8. 

6 (2H, m), 6. 23 (1H, s), 7. 3 6-7. 4 4 (2H, m), 
7. 5 5—7. 6 0 (1H, m), 8. 35 (1H, d, J = 8Hz), 1 

1 . 4 0 (1H, b r s ).. 

. mmm 193 

20 N, N - v>rc^/v- 2 - * f/l/^yX7 ^ F 1 . 7 g fc.l - * fvV— 5 — ^ 
Ty-1, 2, 3, 6-fb7tKnfiJ^yi. 8 g £rJBV^T|£6£#!] 8 2 
il^#{^^%^TV\ 3- (1-^^-1, 2, 3, 6-y^h7tKcifc 0 

y 5 -^/v) -2H — fy^/y^-i-tyo. ig^#t W 

2 1 4- 2 1 6°C. ! H-NMR (CDC 1 3 ) 8 : 2.39-2.47 
25 (2H, m), 2. 47 (3H, s), 2. 5 7-2. 6 4 (2H, m), 

3. 2 7-3. 2 9 (2H, m), 6. 3 2-6. 3 4 (1H, m), 6. 

38 (1H, s), 7. 4 0-7. 4 5 ( 1 H, m), 7. 49 ( 1 H, 

d, J = 8Hz), 7. 59-7. 63 (1H, m), 8. 33 (1H, 
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d, J = 8Hz), 9. 04 (1H, brs). 

mmm 194 

3-^ao-2H-^y^-y V >— 1-^-^1. 0gi2-t Ko^f- 
/vtX7^yi. 5 g £/Bi/VC£U£0iJ 1 £R«K:KJ6&fTV\ 3- (3-fc 

5 Kciari/^^/Vt^Tv 5 ^- 1 — T/V) -2H — f yy-l-tVO. 
8 g ffiWll >12 0t/5»», X H-NMR (4 0 0MHz, DMS 

0-d 6 ) 5:2. 3 2 (1H, t, J = l 0Hz), 2. 50-2. 65 (1 
H, m), 2. 70-2. 80 (2H, m), 2. 93 (1H, d, J = 12 
Hz), 3. 30-3. 45 (4H, m), 3. 49 ( 1 H, d, J = 11H 

10 z), 4. 65 (1H, t, J = 5Hz), 5. 72 (1H, s), 7. 18 (l 
H, t, J = 8Hz), 7. 42 (1H, d, J = 8Hz), 7. 51 (1 
H, t, J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 10 (1 
H, br. s). MS (EI): 2 5 9 (M + ) 

mmm 195 

15 3 d P- 2H--< y=3r7 y 1 —^"^ 1 . Ogtl-xf^-2-t 

Ko ^v-^ T/^^-v ^ 1 . 5 g ^v^xl^Jfe^J 1 1 lRl$IK:,a£;3:frv\ 

3- (4-^^/V-3 -t Kodrixy ^/l^t°^<7^^- 1 — (/Is) — 2H — 

-fy^yyy-i-tyo. 6 g £r#fc 0 x h-nmr (4oomhz, dm 

SO-d 6 ) 5:0. 96 ( 3 H, t., J = 7Hz), 2. 30-2. 50 (3 
20 H, m), 2. 6 5-2. 9 0 ( 2 H, m), 3. 2 5-3. 6 5 (6H, m), 
4. 55 (1H, t, J = 5Hz), 5. 73 (1H, s), 7. 16 (1H, 
t, J = 8Hz), 7. 40 (1H, d, J = 8Hz), 7. 49 (1H, 
t, J = 8Hz), 7. 97 (1H, d, J = 8Hz), 11. 05 (1H, 
br. s). MS (EI) : 2 8 7 (M + ) 
25 mMM 19 6 

3 — 2 D n — 2H--Y y^r/ y ^— 1 — 1 . 0gt2-t Kn^io* ^- 

/i— i -zfn \f;vM°^ i?^ i . 5 g &m^xnmm 1 £ to^sz&'Htvv 

3- (3 - 1 Kti^vy 5^/^-4-^x3 tvvt^^^y— 1 —- -f/V) -2H 
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-^y^/yy-i-^-yo. 6 g £#fc„gi£ i52-i54t, 1 n- 

NMR (400MHz, DMSO-d 6 ) 5:0. 84 (3H, t, J = 7H 
z), 1. 3 5-1. 5 0 (2H, m), 2. 2 5-2. 5 0 (2H, m), 2. 
60-2. 90 (4H, m), 3. 30-3. 40 (3H, m), 3. 4 0- 
5 3. 50 (1H, m), 3. 55-3. 65 (1H, m), 4. 57 (1H, 
t, J = 5Hz), 5. 75 (1H, s), 7. 19 ( 1 H, t, J = 8Hz), 
7. 42 (1H, d, J = 8Hz), 7. 52 (1H, t, J = 8Hz), 7. 
99 (1H, d, J = 8Hz), 11. 06 (1H, s). MS (EI):3 
0 1 (M + ) 
10 MMffl 19 7 

3-^aD-2H-^y^/ uy- 1-^-^1. o g 1 — ^^v-2- 

t KO ^r^p* ^;Ut^7 ^ 1 . 7 g £f J^T^J£#J 1 £ IrI^^H^St^VX 
3 _ ( 4 _^<^^ /V _3_ t K^drV^^^tf^^v?^- 1 —< (VV) -2H 
-^y=3r/ y >- l-3r>0. 7g&#fc D M 1 7 6-1 7 7*0, 2 H- 

15 NMR (4 0 0MHz, DMSO-d 6 ) 5:2. 27 (1H, t, J = 8H 
z), 2. 54 (1H, br. s), 2. 69 (1H, d, J = 14Hz), 2. 
84 (1H, t, J = 12Hz), 3. 30-3. 40 (3H, m) 3. 50 
-3. 60 (1H, m), 3. 70-3. 80 (1H, m), 4. 06 (1H, 
d, J = 14Hz), 4. 69 (1H, t, J = 5Hz), 5. 76 ( 1 H, 

20 s), 7. 15-7. 4 0 (6H, m), 7. 4 2 (1H, d, J=8Hz), 
7. 50 (1H, t, J = 8Hz), 7. 99 (1H, d, J = 8Hz), 1 
1. 07 (1H, s). MS (EI): 3 49 (M + ) 

mmm 1 9 s 

5-7'n^-3-^DD-2H-^fy^y y >— 1 -tVl. 0gi2-t 
25 f;H;*^7^V 1 . 4 g SrJ^-CHJStfl! 1 i: mW.fcfcfo%?f^, 

5-^t3^e-3- (3-t KtJ^i/^^/V-t"-^^-^^- 1 — f/v-) -2H- 
-<y^7!Jy-l-tyO. 8g£#fc 0 g^>2 3 0 c C/^i. 
19 9* 
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5-^^-3- (3-fc Ka^^^tVyi/y- l -2H- 

;\>-*r y ^^c?g?R 1 . 4 m L U ^T"e**ft'>T / * M> 9 

AO. 3 3 gjSjltJWBlO. 1 8mLl:»^, ^WT%fiti&W&1£M U 

ttJLti^i^^ y/n tVvx-r/V'fcT^L, 5-^13^-3- (3- 

t Ko^^f/i/- 4— ^* s^— i — -f AO — 2 h — < y^y y 

10 > — 1-^-^0. 5g*#fc. BWt 2 0 0-2 0 2°C, 'H-NMR (4 0 

OMH z, DMSO- d 6 ) 6:2. 12 (1H, br. s), 2. 20-2. 

3 0 (1H, m), 2. 24 (3H, s), 2. 63 (1H, t, J = 11H 

z), 2- 75 — 2. 85 (2H, m), 3. 3 0 — 3. 40 (1H, m), 3. 

5 5 — 3. 6 5 (3H, m), 4. 62 ( 1 H, t, J = 5Hz), 5. 77 
15 (1H, s), 7, 09 (1H, t, J='7Hz), 7. .85 (1H, d, 

J = 7Hz), 8. 02 (1H, d, J = 7Hz), 11. 38 (1H, s). 

MS (EI): 3 5 1, 3 5 3 (M + ) 

mMffl 2 0 0 



3-^nn-2H-^y^/!)y-l-t>'l. 0 g t 4 - tr^y tr-< 
20 y^>-l. 4 g^v>-cH»Jl i^tc^^v\ 3- (4-txyi? 
y t'^yi?y- i — f^)-2H — r Vf—i -*r>o. 8 g 3r#fc 0 

B4,^> 2 0 0°C/^l?, 'H-NMR (4 0 0MHz, DMSO-d 8 ) 5 : 

1. 30-1. 60 (8H, m), 1. 76 (2H, d, J = 11 Hz), 2. 
25-2. 55 (5H, m), 2. 60 (2H, t, J = llHz), 3. 6 

25 8 (2H, d, J = 12Hz), 5. 76 (1H, s), 7. 18 (1 H, t, 

J = 8Hz), 7. 41 (1H, d, J = 8Hz), 7. 52 ( 1 H, t, 

J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 07 ( 1 H, br 
s). MS (EI): 311 (M + ) 
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mMm 2 0 1 

2 fdf^^;b#-;V7x^7t W ^ KSfe^ ^/vasfeta 1 . 0 g t 3 

- 1 ko ^v^>/^tf^u ^ o . 8 g &m^x$mw is t mm~%.j&% 

fxV\ 3- (3-fc Kc^i/^^/Vb°^y v^V-l-^/V') -2H-^y^ 
5 /!)y-l-^V0. 3g^#fc 0 Ml 43-1 44t. 
MMM 2 0 2 

2 - ^ f ^r^/Vt^/W7x=;V7t W 5 Kfife.* ^M^fe 1 . 0 g t 3 
- (i?* *?;\>f);v;^s( ;v) \f^< ]} ^ 0 . 8 g £r ^XMM&l 1 8 £ 

^Rjf&^fTV\ 3- (3- (v^^vv^/vx^^vv) tv<y >>^-i — fAO 

10 -2H-^ydr/yy-l-^yO. 3g*#fc, Ml 8 7-1 8 8 0 C. 
|£»J 2 0 3 

3-^cit3-2H— fy^y y y-i-tyi. o g t 2-t Fti^i/^^ 
— r y^f;>t^7 4 g St/bv^-ch^j 1 1 mm^-Rfc^n 

V\ 3 - (3-tKd ^VV- 4 — f y^;Hf^7 5?^— 1 — ' f ^V) 

15 -2H — f y^rJ V 1—^-^0. 8 g £r#fc 0 1 3 0-1 3 2°C, 

1 H — NMR (400MHz, DMS O— d 6 ) 5:0. 84 (3H, d, J 
= 6Hz), 1. 65-1. 7 5 (1H, m), 2. 05 (1H, dd, J = 
13, 6Hz), 2. 30 (1H, t, J=8Hz), 2. 4 0-2. 5 5 (2 
H, m), 2. 8 0-3. 0 0 (3H, m), 3. 2 5 — 3." 4 0 ( 2 H, m) 
20 3 . 4 0 - 3 . 5 0 (1H, m), 3. 5 0-3. 6 0 ( 1 H, m), 4. 6 
0 (1H, t, J = 5Hz), 5. 76 ( 1 H, s), 7. 19 ( 1 H, t, 
J=8Hz), 7. 42 (1H, d, J = 8Hz), 7. 52 ( 1 H, t, 
J = 8Hz), 7. 99 (1H, d, J = 8Hz), 11. 10 ( 1 H, s). 
MS (E I ) : 3 1 5 (M + ) 
25 MMM 2 0 4 



N, N-i?xf;V- 2 - ^ f MVX7 $ K3. 8 2g33<fct£5- (S^*^ 
;V7 5 / ) ^is* V= hp /V-3 . 0 3 g ^ffi Vn-CHJS^I 82t ^(^^t? 

KJ&StfTW 3- [4- (v?yw5;) -2H — ry^yyv 
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-l-ty^l07mg (2%) £r#fc e 

X H-NMR (CDC 1 3 ) d : 1. 53-1. 60 (2H, m), 1. 72- 

1. 79 (2H, m), 2. 25 (6H, s), 2. 12-2. 14 (2H, 
m), 2. 5 8-2. 6 0 (2H, m), 6. 26 (1H, s), 7. 37-7. 

5 4 4 (2H, m), 7. 56-7. 61 ( 1 H, m), 8. 33 (1H, d, 
J = 8. OH z). 
MMW 2 0 5 

3 — 9 un — 5 — y/v^-n — 2H — f y=3fy yy-i-tvi. o g t 2- 

10 fcKJ&SrfTVV 5-7/W^-a-3- (3-fc Kd^-W^- 

A 2 16-21 7°C, 1 H — NMR (4 0 OMH z, DMSO-d 6 ) 5 : 

2. 10 (1H, br. s), 2. 2 0-2. 3 0 (1H, m), 2. 23 (3 
H, s), 2. 59 (1H, t, J = llHz), 2. 7 0-2. 8 0 ( 2 H, 

15 m), 3. 3 0-3. 4 0 (1H, m), 3. 5 5 — 3. 6 5 (3H, m), 4. 
62 (1H, t, J = 6Hz), 5. 67 (1H, s), 7. 17 (1H, d 
d, J =8, 5Hz), 7. 41 (1H, t, J = 8Hz), 7. 82 (l 
H, d, J = 8Hz), 11. 33 (1H, s). MS (E I ) : 2 9 1 (M 
+ ) 

20 mM&l 2 0 6 

2 -y b ^->*-/pai?=^7 x-^rt b-r 5: my ^mmm. 1 . o g 1 3 

- (-^y ?/u7 $ y y 5v^) tr-s y^yo. 7 g «rfflv>-ciiifc0!i 1 8 t mm 
fc^Jfi:4rffV\ 3- (3- (^w^y^f^) f-^y v^-i: — f/i^) 

- 2H- y y=¥y y ^- 1 -^O. 5g^ft st^c 1 4 1 - 1 4 3°C, 1 
25 H — NMR (400MHz, DMSO~d 6 ) 5:1. 02 ( 1 H, q, J = 

11Hz), 1. 75-2. 00 (4H,m), 2. 00 — 2. 10 (1H, 
m), 2. 13 (6H, s), 2. 35 ( 1 H, t, J = llHz), 2. 66 
(1H, t, J = llHz), 3. 45-3. 60 (2H, m), 5. 72 (1 
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H, s), 7. 16 (1H, t, J=8Hz), 7. 41 (1H, d, J = 
8Hz), 7. 50 (1H, t, J = 8Hz), 7. 97 (1H, d, J = 8 
Hz), 11. 16 (1H, s). MS (EI) : 2 8 5 (M + ) 

nvm 207 

5 N, Fl. 0gi:4-iXT/- 

8 g %fflV>T^»j8 2 £ P$lt£,KJ>S; ; HTV\ 6 

-^^/^-3— (i-^^v-t°-<y ^>--4--f/^) -2H — ry^r/y^ 

-l-3rZ/0. 8g« 0 M2 3 6-2 3 8°C. X H — NMR (4 0 0 

MHz, CDC1 3 ) 5: 10. 23 (brs, 1H), 8. 

10 2 3-8. 1 9 (m, 1H), 7- 2 5-7. 2 0 (m, 2H), 

6. 23 (s, 1H), 3. 03-2. 90 (m, 2H), 2. 

51-2,40 (m, 2H), 2. 44 (s, 3H), 2. 32 
(s, 3H), 2. 20-1. 91 (m, 4H), 1. 90-1. 

7 0 (m, 2 H) . MS (EI) : 2 5 6 (M+) 
15 2 0 8 

N, N — v'cc^vV' — 2 , 5— «^f;w<yX7$ Fl . O g i: 4 — — 
1 -^/VfcXy v^O. 8 glrfflV>T»j8 2 fc|^;|gl(- I KJ& ; 2: ; fTV\ 7 

-^^/v-3— d-^^t^y i?^-4 — iw) -2H-^fy^;yy 

-1-^-^0. 3 g^#7t e M2 3 9 - 2 4 1=0. *H— NMR (4 0 0 
20 MHz, CDC 1 3 ) 6: 10. 50 (brs, 1H), 8. 

13 (s, 1H), 7. 4 5-7. 3 5 (m, 2H), 6. 28 
(s, 1H), 3. 01 (d, J = ll. 4, 2H), 2. 57 

-2. 41 (m, 1H), 2. 46 (s, 3H), 2. 35 (s, 

3H), 2. 14 (t, J — 11. 7, 2H), 2. 02 (d, 
25 J = 13. 4, 2H), 1. 88-1. 75 (m, 2H). MS (E 

I ) : 2 5 6 (M+) 

MMM 2 0 9 

N, N-^^-2, 6-^f/W^X7^Kl. 0g£4-iX7V- 
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1 - * f;Vf^JJ 0 . 8 g &m^X^MM 8 2b mt£fcfcjfc$:ft\,\ 8 

-*^/u-3- d-^/ve^y &is—a — f/v) -2h — ry^yy^ 

-1-^0. 2g» o M200-20 2'C. 'H-NMR (400 
MHz, CDC 1 3 ) 6: 11. 33 (brs, 1H), 7. 

5 4 2 (t, J = 7. 8, 1H), 7. 29 (d, J = 7. 8, 1 
H), 7. 13 (d, J = 7. 0, 1H), 6. 23 (s, 1 
H), 2. 98 (d, J = 12. 2, 2H), 2! 92 (s, 3 
H), 2. 5 6-1. 9 2 (m, 1H), 2. 3 1 (s, 3H), 
2. 07 (t, J = 10. 7, 4H), 1. 83-1. 72 (m, 

10 2H). MS (EI): 2 5 6 (M+) 

$mm 210 

N, N-^^/V- 5 - y h=3f->^ ^A'*^- 2-^fMVX7 $F1. 

0 g i:4-^7/-l-^f/^!J '^O. 6 g <Srffi^TH;&S#!J 8 2 
m^Kfc%ft^\ 7-y b^V^^^^-3- (1 -^^/vt°-<y ^ 
15 -4 — f;W) -2H-^y^;!)y-l-^*'>'0. 6 g £r#fc„ fflj^ 2 0 0 

-2 0 2°C. 1 H — NMR (400MHz, CDC1 3 ) 5: 9. 

86 (brs, 1H), 7. 92 (d, J = 2. 7, 1H), 7. 

43 (d, J = 8. 8, 1H), 7. 32 (dd, J = 6. 1, 

2. 4, 1H), 6. 27 (s, 1H), 5. 26 (s, 2H), 
20 3 . 48 (s, 3H), 3. 02 (d, J = ll. 2, 2H), 

2. 5 0-2. 3 8 (m, 1H), 2. 36 (s, 3H), 2. 

2 1-2. 0 8 (m, 2H), 2. 0 6- 1. 9 5 (m, 2 H) , 

1. 8 9-1. 7 5 (m, 2H). MS (EI): 3 0 2 (M+) 
2 11 

25 7— y f=^v'^^vW-3rv'— 3- (1 - ^f/Vt 0 ^y v^-4-^f/v) —2 
H — --f y^r/ y 1 —^-^0. 4 g ^V^T^JiStfil 1 O 8 t\§Vi&iZ.fcJ& : & 
tfV^7-t Kp^>-3- 4 — fA-) — 2H— Y 

y^y!Jy-i-tyMo. 3 g&#fc 0 S&-&2 8 4-2 8 6°C. X H- 
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NMR (4 O OMHz, DMSO-d 6 ) 5:11. 11 (brs, 1H), 
10. 46 (brs, 1H), 9. 87 (s, 1H), 7. 50- 
7. 44 (m, 2H), 7. 14 (dd, J = 5. 9, 2. 7, 
1H), 6. 23 (s, 1H), 3. 47 (d, J = ll. 7, 
5 2H), 3. 06-2. 91 (m, 2H), 2. 74 (s, 3H), 
2. 62 (t, J = 12. 0, 1H), 2. 14 (d, J = 13. 
4, 2H), 1.9 3-1.7 9 (m, 2H). MS (EI): 2 
5 8 (M+) 

mmm 212 

10 3-^on-5-^f/V-2H— Ogt (S) 
-2-tKP ^ f;Hf^7 5 . 0 g £rfflv ^T^S^II 1 t mm^fclfc 
&<f?*\ (S) - 3- (3 -fc Ka^io^/Vt 0 ^^- 1 —Y^) -5- 

^f^-2H — ry^/ y y-i-tv3 . 4 g ^#fc 0 (s) -3- (3- 

15 ^_i_^-^3_ 4 g^Tir h=^MJ7V6 OmLiSjllPS 7%^^]) 

. 4 mL g t v MTt*ijtv'7 7 * 9St b !J A 2 . 6g 

v?-f y y°n fcWoi— ^ic-CflQ^U (S) - 3- (3-tFn io< ^VV- 
4-^^;l/f-^7^- 1 — (M - 5-^f/l'-2H-^ y^r/ y V- 1 
-^2. 1 g *r#fc. tt/St 1 84-1 86-0, 1 H-NMR(4 0 0MH 
z, DMSO-d 6 ) 5:2. 11 (1H, b r . s), 2. 20-2. 30 
25 (1H, m), 2. 23 (3H, s), 2. 38 (3H, s), 2. 57 ( 1 H, 
t, J = 10Hz), 2. 70-2. 85 (2H, m) , 3 . 30-3. 40 
(1H, m), 3. 50-3. 65 (3H, m), 4. 61 ( 1 H, t, J = 
5Hz), 5. 62 (1H, s), 7. 08 (1H, t, J = 8Hz), 7. 
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38 (1H, d, J = 8Hz), 7. 86 (1H, d, J=8Hz), 11. 
17 (1H, s). MS (EI): 2 8 7 (M + ) 
2 13 

N, N-v^vV- 2-^fMVX7 5 Kl. 5g£4- (tfta U i?^— 

5 i — f/v-) = b jj . i g ^m^^xmMm S2t mmfcRfo%n^\ 

3- (3- (fpy^y-i-^f/v) ^titvv) -2H — fy^uy-i 

-^0. 2g^#fc 0 -Mll7-119t 
MMffl 2 14 

3, 5-^po-2H-^fy^;jJy-i-tyi. o gt 

io 2 - 1 ^vvtV^ 1 . 4 g ^rffiv^X^»!l 1 i iRHH^SJtSSr 

*TV\ 5-^aa-3- ( 3 - 1 Kp 4 - ^ 

1— f/u) -2H — fy^;!)y-i-^-yo. 5g&#fc„BW* 212 

-2 1 4°C, 1 H — NMR (4 0 0MHz, DMSO-d 6 ) 5:2. 11 (1 
H, br. s), 2. 2 0-2. 3 0 (1H, m), 2. 24 (3H, s), 2. 

15 6 2 (1H, t, J = llHz), 2. 7 5-2. 8 5 (2H, m), 3. 3 
0-3. 40 (1H, m), 3. 55-3. 70 (3H, m), 4. 64 (1 
H, t, J = 5Hz), 5. 79 (1H, s), 7. 16 (1H, t, J = 8 
Hz), 7. 69 (1H, d, J = 8Hz), 7. 98 ( 1 H, d, J = 8 
Hz), 11. 40 (1H, s). MS (EI): 3 0 7, 309 (M + ) 

20 MMffl 2 16 

N, .N-^xf /V- 2 - ^ f/V^yX7 5 K3. 8 2g*5j;t54- (fc^y 
S^-l --<*•) ^fD=M);V3. 6 5gSr^THlfi«!l8 2t^©* 
&T?KJ&«rfTV\ 3- [3- (t°^y v>^- 1 — f/W) ^Ptr/UD -2H- 

^y^yyy-i-ty3 2 6m g (6%) £#fc 0 

25 *H — NMR (CDC 1 3 ) d : 1 . 5 2 (2H, m), 1 . 8 7 (6H, m), 
2. 51 (6H, m), 2. 69-2. 72 (2H, m), 6. 27 (1H, 
s), 7. 3 9-7. 4 6 (2H, m), 7. 5 8-7. 6 2 (1H, m), 8. 
35 (1H, d, J = 8. 0Hz), 11. 98 ( 1 H, m) . 
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mmm 217 

N, N- V-^/V- 3 K^rv^ f-A'ttS'— 2-^f^/X7 5 F 1 . 

Ml 8 9 tlU^HJS^tTW 5-tFP^>-3- (3- (fny^y- 
5 1 — < /l^) yvt'M -2H-^y^y^-l-^0. 2g^#fd e M 
- 2 2 2 — 2 2 5 °C. 
MMffl 2 18 

N, N-^^-2, 3-^f;W<yX7$F8. 20g*5i^3- (t° 
-<y v^- 1 t°^"= 6 3 g^l/^r^»!j8 2 i: IrI 

io i©^«^v\ 5-^^/v-3- [2- (t^y^-i-^) 
^9vk1 -2H-^y^;yy-i-^> / Sr4i omg (4%) #fc 0 

1 H — NMR (CDC 1 3 ) d : 1. 52-1. 57 (2H, m), 1. 69- 
1. 77 (4H, m), 2. 48 (3H, s), 2. 5 0-2. 5 3 (4H, 
m), 2. 6 7-2. 6 9 (4 H, m), 6. 30 ( 1 H, s), 7. 28-7. 
15 3 1 (1H, m), 7. 41-7. 44 (1H, m), 8. 23 ( 1 H, d, 
J =8. 1Hz), 11. 47 (1H, m). 

mmm 219 

N, N-^xf;W2-^f;V^X75 K3. 8 2g*5J:T^3- (tT-<P 

s^-i— -r^) tr^-=. MJ/V3. 3 2 s &m^xmMM8 2 tin#^> 

20 ^«fe-CSJES*-ffV\ 3- [2- (kXJ^y-l-^/U) 31^] -2H- 
V^rJ V is — 1 -^-^^T 1 5 lmg (3%) #fc 0 
1 H — NMR (CDCI3) d :.l. 51-1. 56 (2H, m), 1. 69- 
1. 77 (4H, m), 2. 53 (4H, m), 2. 67-2. 71 (4H, 
m), 6. 19 (1H, s), 7. 3 6-7. 4 3 (2H, m), 7. 55-7. 

25 6 1 (1 H, m), 8. 3 4-8. 3 7 (1H, m), 11. 51 (1H, m). 

220 

N, N-v ? if;V-2-^f/V'<yX7^ K3. 8 2g33£tF3- (fc°l=t y 
v^^- l f/v) /n t'^-= hp;V2. 9 8 g ^ffiV^T^M 8 2 i: WM<0 
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#$fe-T?EJS«r?TV\ 3- [2- (fay^y-l — f/W) =t?7V0 -2H- 
4 y*/ V ^-l-^T^&l 8 6m.g (4%) #fc e 

X H-NMR (CDClg) d : 1. 95 (4H, m), 2. 85-3. 01 (8 
H, m), 6. 29 (1H, s), 7. 3 8-7. 4 6 (2H, m), 7. 57 
5 -7. 64 (1H, m), 8. 34 (1H, d, J = 8. 1Hz), 11. 4 
4 (1H, m). 
MMffl 2 2 1 

N, N-^^A— 2, S-^^^XT^ F4. 1 0 g£>£Tf3- (t° 
in y v?:x- l t°^-- yy;V2. 9 8 g &/BV^^l;&&#!j 8 2 irlH 
10 ^C9^T?SJCS^V\ 5 -^^7^-3- [2- (t-tny i?^- 1 ->f/U) 

ai^v] -2H—fy^;yy-i-t^52mg (o. 4%) 

1 H— NMR (CDC 1 3 ) d : 2. 19 (4H, m), 2.5 2 (3H, s), 
3. 29 (4H, m), 3. 50 (4H, m), 6. 63 (1H, s), 7. 3 
3-7. 39 (1H, m), 7. 49 (1H, d, J = 6. 8Hz), 8. 1 
15 7 (1H, d, J = 7. 8Hz). 
HJfefltl 2 2 2 

N, N — i?3L^/u— 2, 3-^f^X75K5. 6 4 g 3o<£tM - (fc° 
a!)i5y-i-/f/v) >y;v4. 6 2 g ^r^v>x^»!l 8 2 fcRHI 

<D^T^j^^nv\ 3- [3- (fny^-l-^V) ^ 

20 Dt>-1— f;V] -2H — {y^r/!)y-l-^45 3mg (6%) 

1 H — NMR (CDC 1 3 ) d : 1 . 85-1. 99 (6H, m), 2. 50 (3 
H, s), 2. 6 0-2. 7 6 (8H, m), 6. 35 ( 1 H, s), 7. 27 
-7. 32 (1H, m), 7. 43 ( 1 H, d, J = 6. 8Hz), 8. 22 
25 (1H, d, J = 7. 8Hz), 12. 06 (1H, m) . 

m$&m 223 

3 -T 5 7-1, 5-i?tFP-3- (4-tfy^V) tf^y*^ [4, 3- 
c] t°y v J >'-4-^->'2. 2 giSit^y >-^3. 3 g5r7K4 OmLUll 
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U WtS«tHJ!?A (0. 7 3g) 7K^2mL^TUfc 0 flf 

^ n-^r b^77^- t-T*tMbfc 0 ?xivi£;vj± : y ^y — /v=4 : l^StH 
5 MIlLTl, 5-OtKt3-6- (4-t°y^V) tT^^n [4, 3- 
c] t°U v ? ^-4-^">'0. 4 2g^#fc„ 1 H— NMR (DMSO-d 6 ) 
5:6. 95 (1H, s), 7. 78 (2H, d, J = 6Hz), 8. 16 (1 

H, s), 8. 67 (2H, d, J = 6Hz). 

I, 5-v?tFp-6- U-ey vVv-) [4, 3-c] tfys?^ 
10 -4-^-^0. 4 2 g£rH^#i|l 9 0 fc|Htl<D#fe-^£;MTV\ 1, 5 — 

Ko-6- (l-^f^-l, 2, 3, 6-rh7t KPt°y^y-4 
— f/V) t^/o [4, 3-c] t°y 1 3g§:#fc 0 1 

H — NMR (DMSO-d 6 ) 5:2. 27 (3H, s), 2. 40 — 2. 5 
4 (4H, m), 6. 36 (1H, s), 6. 44-6. 4 9 ( 1 H, m), 8. 
15 01 (1H, s), 10. 48 (1H, brs). 
mSim 2 2 4 

N, N, N, N-7 b 7 ^ f /V- 2 - > f /M y 7^/V7 5 K 9 . 6gt4 
- 1-y^vH^y i?^5. 1 g £ffl^-C|?;&S#U 8 2 i^fC^jtS 

£fxv\ n, N-i?y<7vv-3- (i -y^vvtf-iy i?^- 1 -^v^) -2 
20 h- 1 -^-^y-ry y y- 5 -^7V7j?^f-y-5 Ki/ / 47jc#^ 7. 4 S 



^#fc D 1 H — NMR (CDC 1 3 ) 5:1. 7 0-1. 9 2 (2H, m), 1. 
95-2. 12 (4H, m), 2. 35 (3H, s) s 2. 4 4-2. 5 6 (1 
H, m), 2. 8 3 (3H, s), 2. 95-3. 06 (2H, m), 3. 22 
(3H, s), 6. 27 (1H, s), 7. 46 (1H, t, J = 8Hz), 7. 
25 57 (1H, dd, J = lHz, 7Hz), 8. 41 (1H, ddd, J = l 
Hz, 2Hz, 8Hz), 10. 37 ( 1 H, brs). MS (EI) : 313 
(M+). 

2 2 5 
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^fHWr^ K15. 0 g 0 OmLfei^^/ 

— 4mLl«U, Tk^T-C^U <7A t-^h^f^Kl 6. 6 g &7JP 

^y-/W5 : l*5J;t^4 : 1 ^tb^^fe^tt-en^ttco^fe^ (A) &2. 
0 gl (B) £4. 1 gjft^i: UT#fc 0 

10 (A) 1 H — NMR (CDC 1 3 ) 6:1. 43-2. 24 (1 

3H, m), 2. 40-2. 48 (1H, m), 3. 02-3. 18 (2H, 
m) . 

fam$£(DMVkifc (B) X H— NMR (CDC 1 3 ) 5 : 1. 35-1. 53 (2 
H, m), 1. 6 8-2. 2 5 (8H, m), 2. 3 2 — 2. 4 4 ( 1 H, m), 
15 3.0 3-3. 1 4 (3H, m). 

N, 3-i?^f;W<yX7$Fl. 4gt7-v'7;t 

^^tFP-f^KU VOiMteoM'tt^ (A) 0 . 7 5 g £rJSv>-c^d?S#ii 

8 2 tmWUz.fcffc&ft^s 5-^^-3- (t^^tKo^yFy^- 
7-^;V)-2H— fy=3r/ >J 1 -^V3/47jc#;»0 . 2 g 3r#fc„ ' 

20 1 H — NMR (DMSO-d 6 ) 5:1. 32-2. 2 5 (11 H, m), 2. 
47 (3H, s), 2. 49-2. 61 (1H, m), 2. 97-3. 25 (2 
H, m), 6. 35 (1H, s), 7. 28 (1H, t, J = 8Hz), 7. 4 

9 (1H, d, J = 7Hz), 8. 00 ( 1 H, d, J = 8Hz), 11. 1 
4 (1H, brs). MS (E I ) : 2 8 2 (M+). 

25 MMM 2 2 6 

N, N — f-fV— 2 , 3-^f;V<yX75Fl. 4gi7-^7/t 
FD-f y F !) ^V©illt© » (B) 0. 7 5 %^^X%^\ 
8 2^ifcSMffV\ 5-^^-3- (^^tFa-fyFU^- 



179 



WO 02/094790 



PCT/JP02/04995 



7 —T/v) - 2 H-4y*S V I/- 1 -Jrls 1 0 . 3 g £#?c 0 

1 H — NMR (DMSO- d 6 ) 5:1. 30-2. 25 (11 H, m), 2. 
47 (3H, s), 2. 4 9-2. 6 5 ( 1 H, m), 2. 92-3. 21 (2 
H, m), 6. 35 (1H, s), 7. 28 (1H, t, J = 8Hz), 7. 4 
5 9 (1H, d, J = 7Hz), 8. 00 (1H, d, J = 8Hz), 11. 1 
4 (1H, brs). MS (EI) : 2 8 2 (M+). 
MMffl 2 2 7 

N, N-i>^^vV-3- (1 -^/V-tf^y i?^- 1 f/V-) -2H-1- 

^-=¥y-r y ^— s-^/v^f-s K5. 4 g^itii oomLic^ 

iDttllfttJUfcigaSraau 3- (l-^f;Hf^y.^-l->f/v) - 

2 h- 1 -ttyj -#/i^^ifc&gfc!££:#fco 'h-nmr 

(DMSO-d 6 ) 5 : 1. 80-2. 01 (2H, m) , 2. 10-2. 2 
.4 (2H, m), 2.7 6 (3H, s), 2. 9 5-3. 1 1 (2H, m), 3. 
15 2 0-3. 3 1 (1H, m), 3. 24-3. 57 (2H, m), 7. 36 (1 
H, s), 7. 52 (1H, t, J = 8Hz), 8. 28 (1H, dd, J = 
2Hz, 8Hz), 8, 40 (1H, d, J = 8Hz), 10. 51 (1H, 
brs), 11. 58 (1H, brs), 13. 25 (1H, brs). 

mmm 228 

20 N, N-^^V-2, 3-^f/V^X7 5K4. 1 0 g & £X$4 - (t° 
<<}) v 5 ^- 1 — fM ^Dnby;V3. 6 5g^V^^j8 2t|^f 

<D%W;X«EL!&&ft^\ 5-^^v-3- [3- (tr^y 1 — f^V) 7" 

ntVV] -2H-^y^r7!)y-l-^19 6mg ( 4 %) #fc 0 
1 H — NMR (CDC 1 8 ) d : 1. 55-1. 56 (2H, m), 1. 80- 
25 1. 90 (6H, m), 2. 39-2. 43 (6H, m), 2. 49 (3H, 
s), 2. 68-2. 73 (2H, m), 6. 33 (1H, s), 7. 26-7. 
28 (1H, m), 7. 42 (1H, d, J = 7. 3Hz), 8. 23 (1H, 
d, J = 8. 4Hz). 
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MMm 2 2 9 

N, N-i/xf /V- 2 - ^ f ;V^yX7 $ K 3 . 8 2 gfc^2-^f/V 
T< /T^Y=^hV ^2. 0 2 g&m^X$mm8 2i»Kfe«^ 
fyV\ 3- (v^^A-T^y) ^f;l/-2H— fy^y }) ^— 1 1 . 
5 2 0 g (3 2%) &#fc 0 

1 H — NMR (CDC 1 3 ) d : 2. 2 9 (6H, s), 3.3 6 (2H, m), 
6. 32 (1H, s), 7. 42-7. 49 (2H, m), 7. 60-7. 6 
6 (1H, m), 8. 38 (1H, d, J = 8. 4Hz), 9. 22 (1H, 
m). 

io mm®i 230 

N, N - ^if ^- 2 - ^ f /l-<yX7 $ K 3 . 8 2gj3it; (4-^f;V 

\f^^z^— 1 — (;v) T-feb— MJ/V3. 3 4 g£r/f^T^;!f£#iJ8 2 tl^l 
HI^^^£:^tTV\ 3- [U-^A^^v^- 1 -> T/v) ^?vK) 
-2H-- fy*/])y-l-^y|rl. 8 3g (3 6%) £r#fc 0 
15 ! H-NMR (CDC 1 3 ) d:2. 31 (3H, s), 2. 51-2. 54 (4 
H, m), 3. 44 (2H, m), 6. 35 (1H, s), 7. 42-7. 49 
(2H, m), 7. 60-7. 66 (1H, m), 8. 37 (1H, d, J = 
8. 1Hz), 9. 13 (1H, m). 
2 3 1 

20 N, N-^xf/v-2-^f;^yX7$ F3. 8 2 g^i^N-^/jy ^ 
fvVt?^ P Vis 2. 9 8 g ^rfflV^XH^J 8 2 £ Wim(D^mX^}t^n^, 

3- (t^y vV^^/v) - 2H--r y^y n — 1 -^^£2. 0 3 g (4 

3%) £#fc 0 

1 H — NMR (CDC 1 3 ) d : 1. 46-1. 6 4 (6H, m), 2. 40- 
25 2. 4 3 (4H, m), 3. 37 ( 2 H, s), 6. 3 1 (1H, s), 7. 4 
1 — 7. 48 (2H, m), 7. 5 9-7. 6 5 ( 1 H, m), 8. 37 (1 
H, d, J = 7. 6Hz), 9. 24 ( 1 H, m) . 

mmm 232 
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N> N-i?xf /!/- 2 - ^ f/^<yX7 $ F 3 . 8 2 g,$5£TfN-^r/^ftV 

3- [(^*!)y-i-f^) y^yv-] -2H-- ry^y u >--i -^-^^r 

1 . 3 8 g (29%) £#fc c 
5 *H— NMR (CDC I 3 ) d : 2. 4 9-2. 5 3 (4H, m), 3. 4 3- 
3. 4 7 (2H, m), 3. 7 2-3. 7 6 (4H, m), 6. 3 5 (1H, 
s), 7. 43-7. 49 (2H, m), 7. 61-7. 67 (lH.m), 8. 
36 (1H, d, J = 9. 9Hz), 9. 12 (1H, m). 

mmm 233 

10 N, N — 2 - ^f A^yX7 5 F3. 8 2 g 33 £tK Ofc^ fcV<y 

i^V-1 — f/W) 7-feh=MJ/V3. 3 2 g*JBVvC|gi60il8 2 tlHid^ 

&n?£&&£r*TV\ 3- [(^t^y ^-i—f/i^) y^vv] -2H-^y 

V >--l-3-^&2. 54 g (5 0%) £r#fc 0 
1 H — NMR (CDClj) d : 1. 62-1. 65 (8H, m), 2. 6 3- 
15 2. 6 5 (4H, m), 3. 5 2-3. 5 4 (2H, m), 7. 24 ( 1 H, 
s), 7. 41-7. 47 (2H, m), 7. 5 9-7. 6 5 ( 1 H, m), 8. 
38 (1H, d, J = 7. 9Hz), 9. 25 (1H, m). 

mmm 234 

N, N - i?xf /V- 2 - ^ f /l/^yX7 5 F 3 . 8 2g*3 < £t£4- (*^tf 
20 ^<y v>^- 1 — -T/V) y^P>— h yA-3. 9 9g^V>-CH1^8 2tl^ll 
<7>;£i&-eK/S£tfTV\ 3- [3- (**tr^9^-l—^A') y^tVW] 

-2H-^y^-;yy-i-t^2. i2 g (38%)#fc 0 

1 H — NMR (CDC 1 3 ) d:l. 56-1. 84 (llH. m), 2. 54 
-2. 58 (2H, m), 2. 65-2. 76 (5H, m), 6. 23 (1H, 
25 s), 7. 36-7. 44 (2H, m), 7. 55 — 7. 61 ( 1 H, m) , 8. 
35 (1H, d, J = 7. 8Hz), 11. 84 (1H, m). 

mum 235 

3 - (fc^ys^-4 — -5 -y^vv- 2H-- r y^r/ v >- i.—^r 
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>-0. 7 3g*5W^77^F0. 3 2g3:l, 3 - TvW $ #V V 
y-2-tVl. 4mLMU 1 3 0 o C"e 6 B#TO^#Ufc 0 

5 3- ( 1 -^/1/77^^^!J 4 —f^) -5-^^-2 

H-^y^y yv- /47ktt»o. 5 7g$r#7to l h-nmr 

(DMSO-d 6 ) 8 : 1. 6 8- 1. 8 4 (2H, m), 1. 94-2. 0 
5 (2H, m), 2. 47 (3H, s), 2. 51-2. 60 ( 3 H, m), 3. 
5 6-3. 6 5 (2H, m), 6. 38 (1H, s), 6. 70 (2H, s), 
10 7. 2 9 (1H, t, J = 8Hz), 7. 49 ( 1 H, d, J.= 7Hz), 8. 
00 (1H, d, J = 8Hz). 11. 17 (1H, brs). 

mtfem 2 3 6 

^;Hf^9i?y- 2— ^-^2. 0 g £rffiV^T^l£#!l 1 PW$fc:iO&4:fTV\ 
15 3 _ (4_^^ 7 i/-3-^-3ryt:^^v?V-l-^/V) -5-^f^-2H 

— f y=^y y ^-1-3-^1/1 otK#»o. 7 g£r#fc D ! h-nmr(d 

MSO-d 6 ) 8:2. 41 (3H, s), 2. 90 (3H, s), 3. 37- 
3. 5 2 (4H, m), 3. 8 1 (2H, s), 5. 6 8 (1H, s), 7. 1 
2 (1H, t, J = 8Hz), 7. 40 (1H, d, J = 6Hz), 7. 90 
20 (1H, d, J =8Hz), 11. 2 1 (1H, brs). MS (E I ) : 2 7 
1 (M + ). 

mmm 237 

3 _ (f^y i?is—4->C/l') -5-^f^-2H — ry^pv.-i-* 
^6. 3 g, V~l7K2zfOftl4&6. 6gi3it;Mtby!?A3. 6 g & 
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m U tR^T^M^ 6 . 7 g Sr*Ux.fc 0 10 0 'CT? 3 ^Pfltjp^ 

3- (i-7 5;t^5^y-4-^^) -5-^f;v-2H — ry^yp 

10 y-l-ty4. 6g£r#fc 0 1 H— NMR (DMSO-d 6 ) 5:1. 6 7 
— 1. 90 (4H, in), 2. 0 5- 2. 16 (2H, m), 2. 34-2. 
43 (1H, m), 2. 46 (3H, s), 3. 02-3. 10 ( 2 H, m), 
3. 44 (2H, brs), 6. 34 (1H, s), 7. 29 (1H, t, J 
= 8Hz), 7. 49 (1H, d, J = 7Hz), 7: 99 ( 1 H, d, J = 

15 8Hz). 11. 23 (1H, brs). MS (EI) : 2 5 7 (M+). 
MMffl 2 3 8 

3- (1-75/^^-4-^^) -5-^f/V-2H — fy3r/!) 
^-1-^-^0. 7 7g^ty^l0mLMU Tk&Txmks 1 * ^ 

20 —jv-m&mmxt&m vt^ a m-^ a xmmmwt 

: y^ywv3 o : l ^m^mmvxnhfht^^Wm^- 
^•^gfe^u 3- (l- (y^^/^^r?/) f^y^^-4 — r 

/l^) - 5-^f;V-2H — fy^r/yy-l-tyO. 5 5g£#fc 0 x h- 
25 NMR (DMSO-d 6 ) 5:1. 7 9-1. 9 1 (4H, m), 2.4 7(3 
H, s), 2. 51-2. 54 (1H, m), 2. 5 5-2. 6 9 (2H, m), 
2. 93 (3H, s), 3. 15 — 3. 23 (2H, m), 6. 37 (1H, 
s), 7. 29 (1H, t, J = 8Hz), 7. 49 ( 1 H, d, J = 7Hz), 
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8. 00 (1H, d, J = 8Hz), 8. 21 ( 1 H, s), 11. 11 (1 
H, b r s). MS (EI): 3 3 5 (M+). 
2 3 9 

3- (1 -75/ v>>-4 — f/U) 2H— T V^rJ V 
5 V-l-^-i/O. 77gi:Ifth!)7^nW/V0. 5 1mL^t 

mmm 2 3 8 t mm^Rft^n^\ 3 - ( 1 - b y ^/^a TthT?;^ 

7 gSf.#fc 0 1 H— NMR (DMSO-d 6 ) 5:1. 79 — 2. 00 (4H, 
m), 2. 48 (3H, s), 2. 51-2. 58 (lH,m), 2. 71-2. 
10 8 3 (2H, m), 3. 02 — 3. 12 (2H, m), 6. 39 ( 1 H, s), 
7. 29 (1H, t, J = 8Hz), 7. 49 (1H, d, J = 7Hz), 8. 
00 (1H, d, J = 8Hz), 10. 44 (1H, s), 11. 14 ( 1 H, 
b r s). MS (EI) : 3 5 3 (M+) . 

15 N, N-^xf ;v- 2 - ^ f ;l-<yX7 $ F 3 . 8 2g^iT^3— (Tj^fc* 

#09^^X-^^V\ 3- [2- J^/K) 
-2H-^y^/!)y-l-ty^3 5 3mg (7%) #fc 0 
1 H — NMR (CDC 1 3 ) d : 1. 60 — 1. 61 (7H, m), 2. 6 1- 
20 2 . 6 5 ( 2H, m) , 2 . 7 4-2. 8 6 ( 7 H, m) , 6 . 18 (1H, 
s), 7. 36-7. 40 (2H, m), 7. 46-7. 58 (l.H, m), 8. 
35 (1H, d, J = 7. 8Hz), 11. 78 (1H, m) . 
2 4 1 

2-t KP^rW^/-4-^f;V-l f^yyi 6. 3 gteZX^mt 

25 p - b/V^^,V*^W 9 . 6 gSTTk^b^by >>A7X^lg (8. 7g/ 
12 7mL) (e:^^^ 5 0°C-t?3^ra^b7c o Rf&Wi K ? ^ ^7X^ 
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;fc*iig£:»BfcU 2-^7/^ 3 1 1 - 8 g £r#fc 0 

1 H — NMR (DMSO-d 6 ) 5:2. 42 (3H, s), 4. 20 ( 2 H, 
s), 7. 37 (1H, t, J = 8Hz), 7. 50 (1H, d, J=8Hz), 
7. 76 (1H, d, J = 8Hz), 13. 28 (1H, brs). 
5 2-i/7;^f/V-3-^«Iftl 5. 3gl^fvyi5 0m 
HC«I»S* N ^f/l/*;l/A75 KO. lmL^nxL-CTK^T^'fb^-^f 
ifU/V9. 2mLt»Ttfc. ^«£2BHi^&-t?»#U ««r^b 
fc e lMrf7tKP77V10 0mLWU 7k#!)T-C 2 8 %T^^E- 

10 fflufc*&a&»J&u 3-r^y-5-^^/v-2H-^y^y J? ^-1- 

^9. 4 g£#fc 0 

1 H — NMR (DMSO-d 6 ) 6:2; 28 (3H, s), 5. 46 ( 1 H, 
s), 5. 60 (2H, s), 6. 88 ( 1 H, t, J=8Hz), 7. 27 (1 
H, d, J = 8Hz), 7. 78 (1H, d, J = 8Hz), 10. 63 (1 
15 H, brs). 

3-75;-5-^f;w2H-^fy^/!)y-i-tyo. 87 g , n, 

N-^W5 / #"9 i^iKI&fcfc 0 . 9 1 g&t°!) v>^2. OmLfeit; 
S^f^y2 0mL(:«^ 7K^TT*2-^cia- 1, 3-v^^vV 

5 u = ^^nyKi. ig ^in^yto ^»t#. ^^^^ c n 
vxmmv ■tz.m&&*mv^ n- (5-^f/v-2H-i-*^ 

y^/yv-3— f/V) -2- (v^^/VT^V) 7t^5 KO. 5g£r# 
25 fc 0 'H-NMR (DMSO-d 6 ) 8:2. 3 1 (6H, s), 2. 4 1 (3 
H, s), 3. 12 (2H, s), 7. 04 (1H, s), 7. 22 (1H, t, 
J = 8Hz), 7. 48 (1H, d, J = 8Hz), 7. 9 6 ( 1 H, d, J 
= 8Hz), 10. 11 (1H, brs), 11. 40 ( 1 H, brs). MS 
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(E I ) : 2 5 9 (M + ). 
2 4 3 

3-7$;-5-^f7P-2H < V*; V is— 1 87gt3- 

(v'y ^/V7 5: y ) M-lir^mmm. 1 . 0 g V*T^J£0fl 2 4 1 

5 tiuisisSrtfv^N- (5-^f/w-2H-i-^y^y^;yy-3-^ 

A-) -3- KO. 4g^#f:„ 1 H-NMR 

(CDC 1 3 ) 5:2. 435(6 H, s), 2. 443 ( 3 H, s), 2. 5 
0-2. 55 (2H, m), 2. 66-2. 71 ( 2 H, m), 5. 79 (1 
H, s), 7. 22 (1H, t, J = 8Hz), 7. 38-7. 41 ( 1 H, 
10 m), 8. 20 (1H, d, J=8Hz), 11. 62 (1H, brs), 12. 
6 2 (1 H, brs). MS (EI) : 2 73 (M + ). 

mmm 244 

3- (1 -75 y tv<y ^-4-^r/w) -5-^f/v-2H- r y3?y y 

V- 1 -^-v 1 . 0 g ^r^m^J 8 2 £ P^IcjItcW^ 9vWb3r?TV> 3 - ( 1 
15 -^f/v7$ y tf^y -5-^f;v-2H— fy^/p 

^-l-^->0. 3g£r#fc 0 'H-NMR (DMSO-d 6 ) 5:1. 6 1 
-1. 87 (2H, m), 1. 9 0-2. 0 0 (2H, m), 2. 29 (6H, 
m), 2. 30 — 2. 40 (3H, m), 2. 46 (3H, s), 2. 93-3. 

02 (2H, m), 6. 34 (1H, s), 7. 28 (1H, t, J = 8Hz), 
20 7. 49 (1H, d, J = 7Hz), 7. 99 (1H, d, J = 8Hz). 1 

1. 23 (1H, brs). MS (E I ) : 2 8 5 (M+). 

mmm 245 

3-75 y-5 -y^vv- 2H-^r y^y y 1 -tyo. 8 7 g 1 4- 
(i?y ^7 ? y ) -y ^ >-M^mm 1 . 1 g ^^-nos^i 2 4 1 mmz. 
25 s^^t^tv^n- (5-y^-2H-i-t^y-fy^f/y> / -3-^M 
-4- (iyy^/i^T^y) y^y7$ ko. 5g*r#fc 0 ! h-nmr (cd 

Cl 3 ) 5:1. 83-1. 92 (2H, m), 2. 42 ( 3 H, s), 2. 4 

3 (6H, s), 2. 54-2. 6.3 (4H, m), 5. 76 ( 1 H, s), 7. 
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20 (1H, t, J = 8Hz), 7. 39 (1H, d, J = 7Hz), 8. 2 
0 (1H, d, J = 8Hz), 11. 81 (1H, brs), 12. 79 (1 
H, brs). MS (EI) : 2 8 7 (M + ). 

mmm 2 4 6 

5 3 — / - 2H-^ y=3r7 V y- 1-^0. 8gi:4- (^W^ 
-f'Z ^ftttgfett 1 • 1 g ^v^T^JSFil 2 4 1 1 ^fcSJtSSrff v>N- 

(2H-i-^y^y^yy^ — 3-^) -4- (>M^vKr^/) -f 

^y7 5 FO. 6g^#fc, J H-NMR (CDC1 3 ) 5:1.82-1. 
90 (2H, m), 2. 41 (6H, s), 2. 5 3-2. 6 6 (4H, m), 
10 5. 68 (1H, s), 7. 25-7. 37 (2H, m), 7. 54 ( 1 H, 
t, J = 7Hz), 8. 32 (1H, d, J=8Hz), 11. 86 (1H, 
brs), 12. 68 (1H, brs). MS (EI) : 2 7 3 (M+). 

nmm 247 

N— {x—-^Y^^^^=-A^^f-Ad -N->f;vxfvyi>75>l 4. 
15 2gilf 6. 3 g^r^^y— ;V2 0 OmLfcjWfU tK^T"C2-^ 

20 -MO : l^m^-S:»ieUT«fmUfc*SS*»StU 3- (2- (N— (t 
h^^/M?— /vy f-jV) -N-^f/V7$7) xf;V7 5/) -2H 
— { }) y-l-&y6. 6g£r#fc 0 l H-NMR (CDCl,) 8 : 

1. 48 (9H, s), 2. 45 (3H, s), 2. 77-2. 8 6 ( 2 H, 
m), 3. 15-3. 2 3 (2H, m), 3. 27 (2H, s), 5. 20-5. 
25 28 (1 H, m), 5. 46 ( 1 H, s), 7. 11 ( 1 H, t, J = 8Hz), 
7. 28 (1H, d, ] = 8Hz), 7. 46 (1H, t, J=8Hz), 8. 
21 (1H, dd, J = lHz, 8Hz). 

3- (2- (N— ( t -y>^r>'^^=^y^) -N-y^/VT^y) 
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r- 

-^2 0 : l^W^MUT*fftHbfcM^^»U 3- (4-^/1^- 

2-^yt°-<7^y-i-'i'/V') - 2H — r y^r/ y V- 1 -^VO. 3 

8g£#fco 2 H— NMR (DMSO-d 6 ) 5:2. 3 0 (3H, s), 2. 
72 (2H, t, J = 5Hz), 3. 11 (2H, s), 3. 65 (2H, t, 
10 J = 5Hz), 6. 51 (1H, s), 7. 45-7. 51 (1H, m), 7. 
61-7. 73 (2H, m), 8. 15-8. 18 ( 1 H, m), 11. 5.1 
(1 H, b r s). 

mmm 2 4 8 

N, N-^y^vV—2, 3-i/^f;V^vX7 5 F2. Ogil- (t-zf 
15 ^/V^-^riX^^^^^) - 3 -i/7; t*d U 1 . 0 g MV^T^JfrBll 8 
2 £ lUtHc^/S^VX 5 -7« f-As— 3 - [ 1 - ( t — T^/l^^r 

—/v) fo!;^y-3 — f/i/] - 2H-^y^/u^-i-tyo. 2 g £r 
#fc c 5 - t< ^vv- 3 - [ l - . ( t - zff-fl'tti'* /vtfwu) t° Pp^y 

-3--T7U] -2H— fy^y !)y-l-tyO. 2 g ^ao*;VA2m 
20 4mo l/LM-'mfyiml^i«Lfc 0 0t 

if&T^s ^^ii^bT^lfmUfc^M^L^ 5-^^-3- (t°ny 
s?v-3— < ?v) -2ii-y y^y v y-i-tyiito. 2 g £r#fc 0 
5-/^/1—3- y 3 — ' (JU) - 2H- < V^J V "y— 1 -3r 

^^Jgo. 2 gSr^liStfiJs 2 i:IWlcgifi:SrfTV\ 5-y^A— 3- (l 
25 -yf;Vfu!J-yy-3-^;V) - 2 H — f y *J V y— i -^-^ 0 . lg 
£#fc 0 1 H — NMR (3 0 0MHz, CDC1 3 ) 6 :1. 82-1. 95 

(1H, m), 2. 10-2. 22 ( 1 H, m), 2. 3 0-2. 4 3 (2H, 
m), 2. 49 (3H, s), 2.. 99 — 3. 02 (1H, m), 3. 13 — 3. 
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25 (2H, m), 6. 32 ( 1 H, s), 7. 29 (1H, t, J = 7. 8 
Hz),- 7. 44 (1H, d, J = 7. 8Hz), 8. 23 (1H, d, J = 
7. 8Hz), 10. 4 (1H, b r s) 
H«!J 2 4 9 

5 N, N-^f/v-2-^f;w<yX75 K2. lgH- (t-^/V^" 
^^/V-^^/V-) -3-VT> fP V S^l. 0 g SrJBVvClSififll 8 2 

«fc^S«:fTV\ 3- [l-it-^A^f^^A') tfnys?^- 
3 — >fA0 — 2H— >f P ^- 25g£r#fc 0 3— [1- 

( t -^^v^-^r^/^— 7V) bfn y i?^- 3 ->f /l"] - 2 H--f y^rJ 
10 Py-l-tyO. 2g^an*M2mll^«fU 4mol/LM 

«t«a&«»tu 3- (fd5^-3-^/v) -2H-^y^uy-i 

-d-KittfifelttO. 2 3gSr#fc 0 3- (fPFi?y-3 — T^) -2H — ( 
y^r / yy-l-^yMSO. 2g^l^j8 2J:»^^V\ 3 

15 - (i — T^/vfc y v^^-3 — f — 2H — i y^y y 1— Jr^o. 

1 1 g %^c 0 'H-NMR (3 0 OMHz, CDC1 3 ) 6:1. 80-1. 

95 (1H, m), 2. 0 5-2. 2 2 ( 1 H, m), 2. 2 2 — 2. 43 (2 
H, m), 2. 43 (3H, s), 2. 9 8-3. 0 2 ( 1 H, m), 3. 13 
-3. 19 (2H, m), 6. 21 (1H, s), 7. 3 8 — 7. 4 5 ( 2 H, 
20 m), 7. 57-7. 62 ( 1 H, m) , 8. 36 (1H, d , J = 7. 8H 

z), 10. 4 (1H, brs) 
MS (ESI) 2 2 9 (M + + 1) 
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57 

58 

O 
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mmtu&m 1 

«t < i^Lfco z.<oti&m& 1 6 ;* y VatMBHlU tf— ^"Vl 3 5 0°C 
■8 §15. SjNUrA-n-;* l l flMs.fct***'* 9gpt £ J: < J&g-Ufc©^ 

io m&tm i : par p m^m-m&^m 

m^Mt btM^i^Ot fPARP (4 667-02 X, Trevig 
en) jKyADPy#v-/vWli, B*3*KJE3K»?K (10m 

M Tris/HCl (pH8. 0) , ImM MgCl 2 , 2 8mM KC 
1, 2 8mM NaCl) C 3 H-NAD (1. 8 5kBq, NAD [7r- 
15 is— 2, 8— 3 H] , ^— jb^) *5<£tFa c t i v a t e d DNA (0. 0 
2mg/mL. 4667-03 X, Trevigen) ^TJPX-n &%2££r$l 
JD-f-Sr-fc-eBBM**^ 2 5tT?l 5^ ^a^-v'a.yLfct, 2 
0 % hp * X2 n wmtK X V ZLfo%W± £ it\ £ tfcMft^jgtt^Wft- GF/B 

^lsi < £ u #««<b^*<o 5 o %a&§l&*te ( i c 5 oik) 

^^^»ty7;W»i?: 1 0 0 % l,xmm Vft 0 3 IUM LT# 

fc^m&m i f-^-r 0 

25 
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*1 





PARP 

!C 50 (nM) 




J 


PARP PJ-^-TS'K 
IC 50 (nM) 


mmm 1 


42* a , 38*° 




176 


44 


3 


70 




178 


23 


4 


42 




181 


22 


12 


34* a , 37* b 




183 


44 


18 


56 




184 


26 


19 


25 




186 


14 


20 


75 




188 


57 


21 


82 




189 


17 


22 


96 




190 


39 


28 


63 




205 


54 


29 


65 




212 


- 23 


82 


34 




213 


57 


85 


47 




214 


45 


86 


61 




217 


28 


90 


26 




218 


26 


93 


44 




219 


63 


98 


87 




220 


77 


106 


40 




221 


42 


107 


45 




o o o 

zzz 


*3 £ 
J O 


108 


12 




225 


26 


121 


37 




226 


31 


138 


58 




228 


72 


145 


39 




248 


68 


153 


36 


Pfizer*! 




240 


156 


35 


Y-3011*2 




50 


161 


39 


Y-3010*2 




5100 


165 


52 


Y-3079*2 




79 


172 


49 


ttfRM (dpq) 


*3 


1000 



5' *l;Pf izer te^ffl^fFfg 1 1 7 4 2 7 2 ^£$83; fete P 1 0 6 2 3 
5 7#^*fclBtt©**^t1StT»3fibfc.T1B^'&***-t-. 



216 



WO 02/094790 



PCT/JP02/04995 



O 




* 2 : Y-3 0 1 1 N Y— 3 0 1 0*5«tT/Y- 3 07 9U, #^B§4 6-1 

245 4&<&mzmm<oxmKmKxum.\^frTmik'&w*7F-r 0 




5 *3 :DPQ = 3, 4.-^tKP-5- [4- ( 1 - t:°*< y v>~/V) 

-1 (2H) — fy^/y/>- (WO9 9/0 8 6 8 0f, WO 9 9 
/ll 6 4 ARPlMRtt) 



10 R LT^ixfc P AR P mWt£&&#-f Z> - £ tffrfrZo 

±IS<D^mX«9. Y-3 0 11. Y-3O10^Y-3 0 7 9(D 
0%, PARPi5aW^ft^^^i^-CV^§(^)^Y-3 0 1 lf^ri^^ 
^TcD^^!l3*Dj;t^4-I?«s #<^HS4 6-1 24 5 4^k#cOf»ffra^ 
t UtTfiY- 3 0 11 ^g/Bi-<5 0 

15 

^^!i2 (h 2 o 2 ) mmmmm^u^m 

2 5 cm^^^n^^^^/^^hCD^^T^^LfcP 3 8 8 D 1 *W 
4 X 1 0 6 c e 11 s/w e 1 1 <D&£.-£ 9 6 ?^K7°1/— McMHU 
7c e «^^iiBLTl 5 5>K (3 7°C) ^^^-i/s ^T© 
20 ^, H 2 O z (2mM) Sr^JnU 4 ^^a^-i/a ^Ufc„ -f 
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£• 1 0 0 % t btlffl bfc 0 ^JP:^* 2 

5 



2 









ICso(MM) • 




0.12 


12 


0. 11 


82 


0. 19 
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(12 1) 2- ( 1 f/Hf^P i?^- 4 --f /V-) 
5 /l'-3H-=¥^-V f yv-4-^-^ N 

(123) 8-^V=¥v'-2- (i-^^;i't p ^!;s?y-4->f 
/v) -3H-^t/?y-4-ty, 

(12 4) 8 — t Kd^fi^-2— (1— ^^/utr^U^^— 4 — fAO -3 
10 (12 5) s—-7;vjm — 2.- (l-^f;vtxy^y-4-^) -3H 

(12 6) 8-PVX2—2- (1 -^^vVfcf-^yi^— 4 — f/W) — 3H- 

(12 7) 8-^d^E— 2- (1 — ^^/Hf-<y — 4 — f^) — 3H- 

(12 8) 8-^ b^->- 2- (4 - v 5 ^ f /I/T $ / ta^fy- 1 - 

(12 9) 8-fc KndfV— 2- (4-^W5 / v^tt^l?-^- 1 

-•Y/v) -3H-^t^!)y-4-ty, 

20 (1 3 0 ) 8-^/^a-2- (4-^^7 5 7 n^M?-^ — 1 - 

^/vO -3H-W!)y-4-^-y, 

(131) 8-^ut3-2- (4-i^^^-7i^T5:y i/^n^-^-y-^- 1— 

AO -3H-W!)y-4-i-y, 

(132) 8 -yu^:- 2 - (4-^^i^t^/ v-^o^^-y-^— l— r 

25 /l^) -3H-^r^-i/y ^-4— 

(13 3) 2— (1— TlfbfV^P [2. 2. 2] ^^i/— 3-^A-) - 
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(13 4) 2- ( (l-Tiftf->^n [2. 2. 2] 

^^/w) -3H-wy!)y-4-ty, 

(13 5) 2- (8-^fvW- 8-Tif IfV^a [3. 2. 1]*^^^- 
5 3 — f/V) — SH-^^-^U ^-4-^"^. 

(13 6) 2- (4-^W$/^o^fy-l — TA-) -3H- 

^•^-yy ^— 4-^-v s 

(13 7) 8-^^^V-2- (4-^^f/V7^^^n^^t 

1--Y/W) - 3H-^ty!/y-4-ty, 

10 (13 8) 2 - (1— TlFfc'i/^a [2. 2. 2] ^"^^X— 3 

— yv) — 8 — ^/V— 3 H- ^^-y V 4 — ^"^s 
(139) 2 - ( (l-nffc'v^P [2. 2. 2]^-^^V- 

3 — /V) * - 8- ^f;V-3H-^t N /!J ^ - 4 — ^- V . 
(14 0) 2- (2- ^/V) -3H-^t/py-4 

15 — ^">-s 

(14 1) 2- (3- (S?^^7$/) /PtW) -3H-W!/y- 
4— ^"^s 

(14 2) 2- (5- (^W^/) ^^=5vV) -3H-W!)y- 

4 — 

20 (1 4 3) 8-^^/1^-2— (8— ^f-A^— 8— Tlf If O [3. 2. 1] 

3--T/V) -3H-W!)y-4-ty, 

(14 4) 8-;*>^-2- (2- (^^f^7^/) ^^^) 

- 3H-3r-^/i; V - 4 — ;T ^ , 

(14 5) 8 - ^ <?-As- 2 - ( 3 - ( v 5 ^ f ;V7 5 J ) f^) 

25 -3H-^t^y y-4-ty, 

(14 6) 8 - * 2 - ( 5 - (v>^ f/V7 5 S ) ^^^/V) 



240 



WO 02/094790 



PCT/JP02/04995 



-3H-^t^JI>'-4-t>', 
(14 7) 3- (4- (i^y^/VT^y) i/yo— ^rlf^-l- 

(14 8) 3- (3- ( 4 -y ^/V fc°^<^ 1 -^f/V) /P 

7. (15 1) (R) -3- (2 — fc K^^y^/i— 4-y^vl' fc°^ 
10 (15 2) (S) —3- (2-fc Fti^i/^^/v— 4_^^ / vt p ^^^^_ 

1--T/1-) - 2H-^ y^y j> 1 — ;T>\ 

(15 3) 3- (3-t Kn^fyi — 4-y=7VHf-<^v > >'- 1 — <VV) 

- 5 - ^ t /v- 2 y ^; y>- 1 -ty 

(154) 3- (3-^b^-y^/P#— /v-4-y^/vt°-<9-^^— 1— V 
15 /i/) -2H-^y^y yy-i-ty 

(15 5), 3- (3 — y ^vi^tv^i^- 1 -2H— -fy^yyy 

(15 6) (S) -3- (3-fc KP^->yf/V-4-yfyl't , '<7y/- 

i--f/v) - 2h-^ y^y y V- i 

20 (1 5 7) (R) -3- (3-fc K n ^ v-y f /U- 4 - y f t'-<7 i^^- 
(15 8) 3- (1 -y^/l-fc^y S^V-4 — -3, 4-iyfcKn- 

2H-- r y^y y ^- 1 

(15 9) 8-y^/V-2- [2- (^xf;V7?;) ^^A-] -3H-3r 

25 7-y y ^- 4~*>- s 

(16 2) 3- (3, 5 1 -^fV) -2H-^y^f- 
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(16 3) 4- -3- (1 -^/Wt^y 

-^ijv) -2H — fy^/yy-i-tv, 

(16 4) 4- (4-7/^o^^^/V) -3- (i -^^vvt^y 
5 4-^/1^) -2H--f y^r/ y V— 1 — ^"^ x 

(16 5) 2- (2-t°^<y -sv J-^/V) -3H-Wpy 

— 4-;2->\ 

(16 6) 8-^^/v-2- [2- (*;v*yy-4-^;v) ^^yi-G -3 
H-^r-^y y V-4-;*->\ 

10 (16 7) 4- (2-;* h^ri^^^/p) -3- ( 1 ^7H?-< ]} 

4—4/^) -2H-^y^;!)y-i.-t x A 

(16 8) 4- (3-^^/1-7^^/1.) -3- (1 — ,?<5vVfcV<JJ 4 

--T/v) -2H-^y=3f-/!)y-i-rA 
(16 9) 4- (2-^f/V7x^;V) -3- (l-^f;VtXiJv?y-4 

15 — f/v) -2H--fy^;!)y-i-t^ 

(17 0) 4- (3 — >dri/7^— /P) -3- ( 1 — ^ ^vl'tV* y i>>-- 
(17 1) 5 Y^r^^^jVUr^— 3 - (1— ^^WfcVtJJS^— 4 — 

-Ov) -2H-^fy^y py-i-ty, 

20 (1 7 3) 2- [5- (i?x^/k7$y) 'O'^Vl/] - 3 H- 

(17 4) 8 2 - [4- (^xf/V7^y) 7?- A*] - 3H-^f 

(17 5) 8-^^-2- [4- (^f/V7^) :/^vK) -3H-=^ 

25 -y-y~y^-4-^-^ 

(17 6) 8-^^vV-2- [3- (t°t3 y v>^- 1 i/V) 7v\?;V} - 
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(17 7) 7- -6H-1, 6 — 

^y OtK#^B^s 
(17 8) 5-^^-3- (l-^^/V-f^<!;> > ^-4->r/V) -2H- 

(17 9) 4-^rPA—3- — f/V) -2H- 

jy*; yis-i 

(18 0) 5- -3- (l-^^tr-<9^-4-^ 

/v) -2H--fy^/!)y-i-t^ 

10 (18 1) 5-T^y-3- T/V) -2H- 

^ y^/ y 1 

(18 2) 4- (2-7/l/tP7x=/V) -3- ( 1 ^/UtViP 

4-^ryv) -2H-^y^;!)y-i-ty, 

(18 3) 7-^PH-3- (l-^^vVt 0 ^!* v^V-4-^/V) — 2H- 

15 /fy^r/yy-i-ty, 

(18 4) 5 — t Ka3fi/-3- (1 -^^f^U 4— Y/V) -3, 
(18 5) 5 - ^ h^r-io* W^r-y- 3 - ( 3 — i?* ^7 ^ / ^ tVV) 

-2H--<y^y y ^- 1 

20 (1 8 6) 5-tKP^>-3- -2H- 

/f y^yjjy-i-tyt^ 

(18 7) 5-^^Wy-3- (4-^W5>7'f^) 

-2H-^y^yyy-i-ty, 

(18 8) 5-tKo^>-3- (4-^^7 5/7*^) -2H—f 
25 V=¥/ y ^— 1 — ;*->1fcBHfi* 

(18 9) 5-tKB^i/-3- (2- (t°-<y^V-l — f/V) 3i^/U) 
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-2H — fydr/uy-i-^ 

(19 0) 3- (1-^^-1, 2, 3, 6-Th7t 

(19 1) 3- ( l -^y^txy i?y- 3 -^f/w) -2H-- 
5 l/— l —3ri/s 

(192) 3- (i-yf;vt^!iv?y-3-^/v) -2H-^y^/y^ 
- 1 

(19 3) 3- (1-^^V-l, 2, 3, 6-f>7tKot'y^y-5 

— T/u) -2H — fy^yy-i-^A 

10 (19 4) 3- (3-t Ka^^f/V^7 s ^-1-^^) 

y*/ V >- i -Hr'y^ 

(19 5) 3- (4-J^VV— 3-t Kn^ri/^f;^7^-l-^ f A') 

- 2H--r y=3f / y 1 

(19 6) 3— (3-t ^^^^-4-^0 tWt^^v 5 ^- 1 — ' f 

15 /v) -2H-^y= 3 f-yy> / -i-tA 

(19 7) 3- (4-^V^V-3-t FD^^f/VtVy^y-i-^ 
/V) - 2H — < V*/ V is— 1 
(19 8) 5-yp^-3- (3-t Kn^^f/H:^^- 1 — f ^) 

-2H-- fy^f/jiy-i 

20 (1 9 9) 5-7*^^-3- (3-t KP^f;V-4-yf/Vtf'<7v? 

^-i — f/w) -2H-^y^y yy-i-t^s 

(2 0 0) 3- (4-f-iy t°^y 1 f/V) -2H-^y^f/ 

y ^- i 

(2 0 1) 3- (3-t Fo^rWf^^y 1 ~^^) 

25 y^yiJy-i-t^ 

(202) 3 - ( 3 - (vM Tvi^/w^-f /v^) t°^ y v?X- 1 — f /V) - 
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2H — fy^;yv-i-ty, 

(2 0 3) 3- ( 3 - 1 Fp ^i^^ f ^- 4 -'f y /Hf^7 ^V- 1 - 

^ )V) - 2H-- r v -y— i—a-is, 

(2 0 4) 3- [4- -2H— fy^/y.V- 
5 1 — ^"V, 

(2 0 5) 5 -^/l^d- 3 — ( 3 - t Kp ^v'y f 4 - ^ f /V-t^y 

-2H — fy^y 

(206) 3- (3- (^yw?/yf/v) tr^y v^-i— fAO - 
2H — {y^;yy-i-t^ 

10 (2 0 7) 6-^^/V-3- (1-^^VtT^y S?V-4— *f/U) -2H- 

^y^/!J>-i-t^ 

(208) 7-^^/v-3- — c^) -2H- 
^ y^/ yy-i 

(2 0 9) 8-y^/V-3- (1 — y ^/Vt°^y v?>--4— f/U) -2H- 

15 y^/ y ^- 1 -^-^ 

(210) 7-y (i-^f/n:^y^y-4- 
-2H-^y^y!)y-i-ty, 

(211) 7-t (i-yw°^y^y-4-^;v) -2 
n-4 y^y y 1 -^r^mm^s 

20 (2 12) (S) -3- ( 3 - t KP ^'>y 4 - y ^t°-<7 

1— w/u) -5-y^-2H-^y^;!)y-i-ty, 

(2 13) 3- (3- (fc°n y ify- 1 ->fA) ^nfcVV) -2H— TV^ 

y y ^- i — 

(2 14) 5-^bo-3- (3-t FP^>yf;W4- ^;Hf^7~y 

25 y-i-^/v) -2H — fy^ypy-.i-ty, 

(2 16) 3- [3- (fcV<y v^— 1 — { /V) ^°t2tVV] -2H — f y^ 
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(2 17) 5-fc Ko^-3- (3- (lfay^y-l->f;V) /pI^/V) 
(2 18) 5 -y 3 - [2- (t 0 ^JJ^>—l — iiV) zs^-jV\ -2 

(2 19) 3- [2- (t°^y 1 — <(?V) oc^/v] -2H — { V^cS 

V >- 1 -^-v s 

(2 2 0) 3- [2- (tTiaJJ$?> — 1-4 ,v) rc^/V] -2H-- fy^r/ 
10 (2 2 1) 5-^^7V-3- [2- (tTta ]) i?Zs— 1 -^^) Ji^V] -2 

h— r y=^y y ^- 1 

(2 2 2) 5-y<?vW-3- [3- (foy^y-l — f/l^) t>- l 

— f/v] -2H — ry^yy-i-t^ 

(2 2 3) 1, 5-^t:Kc2-6- (l-y^vl — 1, 2, 3, 6 -ff7 
15 tKot^i?y-4-^/l/) tf^ya [4, 3-c] t°y ^^-4-^"^ 

(224) n, N-v?y^i--3- (i -y^vvtf^y e?> — i--rvv) - 
2H- l-^-^y^y^r/ y ^-5-#/M?3rl^ Ki/4tK#5p^ 

(2 2 5) 5-y^/P-3- (t^^fc KP'f V KP -2 

h— f y y y ^- 1 -j-^ 3 / 4 zkttin^' 
20 (226) 5-y^/i— 3- (tyyt Fn-f^KU^y-r-^/v) -2 
h— r y^y zfrmm, 
(227) 3- (1 -y^/vt°-<y 1 -^/v-) -2H- 1-^-^y-r 
y 3ry y 5 -yj/i^#^^^^ 

(2 2 8) 5-^^-3- [3- (t°-<y 1 — f/V) yat 0 ;l^] - 

25 2H — fy^/n — l-^">-, 

(2 2 9) 3- (^y^A-T^y) /f/v-2H — fy^/!Jy-i-ty 
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(2 3 0) 3- [ (4-^f^fcX7i?y-l-^;l/) y -2H--Y 

y=¥y V y- l-*^* 

(231) 3- (ty<y -yyygvv) -2H-^y*;!iy-i-*y, 

(232) 3- [ Wjjy-i-^^) ;*fvKJ -2H-- fy^yyy 

5 - 1 

(233) 3- c (5fc^.tr-<y -yy-i — f/v) ygvy) -2H-- fy^y 
y y- i 

(234) 3- [3- (^f-^y-^y-i-^/P) -fu\f;U] -2H- f 
10 (2 3 5) 3- ( 1 -^^77^^^y 4 --f ^) 

- 2h — r y*,/ y y- 1 -3->i/47kttum, 

(2 3 6) 3- (4 - ^ f/W- 3 - t^V tXyi?^- 1 -5-y 

f;v-2H-^y^; py-i-tvi/i otK#*p^, 

(2 3 7) 3- t^!;^y-4-^;V) -5-yf/V-2H- 

15 ^y^yyy-i-^y, 

(2 3 8) 3- (l- (y ^y^v^^/iyr^y) f^y -yy-4 — -</v) 

- 5 -y f-ju— 2H — r y^ry v y- 1 -;ry, 

(239) 3- ( i - h y 7/^p7t hT^ y f-^y s?y— 4 — fM'— 
5 - ^f 2H-^ y^f/.p y- 1 - ty 

20 (2 4 0) 3- [2- (^t'^!)v?y-l-^^) xf/w] -2H — 

=sf-y y y- i -^-y, 

(241) N— (5-y 5vl^- 2H- 1 -^yy y^y y ^-3-^/1.) 

-2- (-yy^vr^y) r-tr^ k 

(243) n- (5-yf/i'-2H-i-^y^y^;!;y-3-^/i/) 
25 -3- (-yy^vv-r^y) /p^t^k, 

(2 4 4) 3- (i-^yf;v7^yt°^y^y-4 — r/vO -5-y^vi^ 
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• 



- 2 h — < y*c; v ^ — 1 — 

(24 5) N- (5-^f;W-2H-l-^y^y^/y^-3 — f/l') 

-4- ^yr^K, 

(2 4 6) n— (2H- 1 -^y-f y^y yy- 3 —>cnd -4- (i^v 

(247) 3- u-y^^-^yt-^v^-i-- iwo -2H- 
y^y y i 

(2 4 8) 5-y-9vV-3- (l-^^tfopi?y-S — fA-) -2H- 
10 (2 4 9) 3- (l-^f;HfniJJ?y-3-^/l/) -2H-^y^/!)y 

8. — $£5£ (i) ic&v^-c. 

Y« 

20 - (CH 2 ) m -, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -s £fcte 

- (CH 2 ) m -CO- (CH 2 ) n - 

mJttfnttHhtfcttRfto^ ZzMM 1 ~ 1 0 (DWgt. 

&^-r 0 R 4 (i7K^5r^-r 0 iiu - (ch 2 ) m -$mmb&&-tz> a ) Sr 

25 L- s 
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~ ( c ) tr^i" 



5 




10 t te0~3<£>^c3:^i- o 
uttl~3<Daa8:£:3H-„ 

15 ^i- 0 

7 7^;K 7W^M^7^ y ^fcfiTIB^: (f) £*H- 0 

(f) R 8 

I W » R 
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t' « 1 ~ 3 (DmWt%7Flr 0 
5 ilU _klE5£ (a) & R 6 (itFo^T/V^ 

R 8 f3:7kffi£T^-t-o)) 
<^ gp£_hfF^ ^rtb^w TkM ^ tt h <dtK#*P^ 0 

9. —^5^ (I) KUfcSV^, 
lA r «-<^V^*fc^7^ V^^i"^ fcSVMStfy tf 

Ytt 

20 - (CH 2 ) m -, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n - s 

- (CH 2 ) m -CO- (CH 2 ) n - 

0&<t\ m&utnteP— ^fc^^-oX, -?:ft^tb 0 ^fcJS 1 ~ 5 (D^Wl^ 
^-To R 4 tezKSt£^-t- 0 {&U - (CH 3 ) m -^-g : ^i : *t'a-r^ 0 ) 

25 



250 



WO 02/094790 PCT/JP02/04995 



~ (c) $r^-f- 



5 




w{* c h^tc te^mm* &^ir a 

s 1 ~ 4 c7)^i5:$r^-t- 0 
10 t Ji O ~ 3 (D^Wt&Tfrto 
u « l ~ 3 (Ditlr^t 0 

15 7F~r o 

^;v7^y ^fcfiTIB^C (f) ^-r 0 




I w ■ R 
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t' i ~ 3 omc^-t, 
5 itu _bis^ (a) ase-^-^s^Hit^ R 6 tet kp^^t/u^* 

io {iu x^^m^^-r^a-. RfiJtfB^: (b) ^-r 

io. (1)5-^ °3-as- 3 - ( 4 - ^ e?.^- i - 

15 ( 2 ) 3 - ( 3 — v 5 ^ f-/V7 5 / tfo y — 1 f /V ) - 2 H 

-^y^; y v-.i -a-^ 

(3) 3- W5;tV5v?>-l-^f^) -2H 

(4) 3- (3-t FP^r>'^f^-4-yf;H: ,/< 7i ? ^-l 

20 --ov) - 2H-^y^;!)y-i-ty, 

(7) 3- (4-ynif/ptf'<7^y-i-^^) - 2H-^y 
^y yy-i-ty, 

(8) 3- ( 4 — ^ ^ ^^./V^^ /V t°-<7 V- 1 — >f 7V) -2 

a — 4 y * y v - 1 -^-^s 

25 ( 9 ) 3 - ( 4 - ^ h * is * As # — ^ t° ^ 7 ^ - 1 - A /V) - 
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(10) 3- ( 4 -y J-Slsfr^r t°-<^ 1 -4 JV) -2H- 

<< y * ; v i —a-y^ 

(11) 5— y9vW-3- 1 — <M -2H 

-- f y=^y y v-i-^-^ 

5 (12) 5-y^/V-3- (4-^^f;i/7^lf^y^y-l 

-h'/v) — 2H-^y^; 

(13) 3 - ( 3 - f;V7 * / f o V 1/ - 1 - A /V) - 5 
- * f-Ao - 2 H - -f y y V > - 1 - * is N 

(14) 5-y^/v-3- (4-^/i^ - 2H--rydfy 
io yy-i— 

(17) 3 - ( 4 — fc Kp ^i/bf^P v?^ - 1 -^A') - 5 - ^ 

^/i^- 2H--f y^y y ^- i 

(18) 5-y h^fi/ - 3 - (4-y f ^t-^yv 5 ^- 1 - -f/V) 

-2H-^yar; y V- 1 -3-^ 

15 (19) 5-t Kt2*i/-3- (4-yf^f^7^^-l-^ 

a-) - 2H--ry^yyv-i-^-i/ N 

(2 0) 5-^/v^-d-3 - (4-^f;vt^7^y-l-^;i') 
-2H-^y^; y^-i-^-^ s 

(21) 5-^on-3 - (4 -y ^ - 1 — 4 A*) 

20 -2H-^y^/!)y-i-ty, 

(2 2) 5-^a^e-3 - (4-yf;i/t , ^7i?>'-l 
-2H-^fy^;yy-i-ty, 

(23) 8-ynP-3 - (4 -y f 1 -<<JV) 

-2H-^y^y y^-i-^-^ s 

25 ( 2 4 ) 7-y^vV-3- (A-t^-^t'^yi/ls-l-AM -2H~4 

y -y— i — 
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(25) 7-^X2^-3- (4-^f/Vt'^7^^-l-^^) 
(2 8) 5 - V /V^rxi - 3 - (4-^^;^^^^^^- 
5 (29) 5-^pp-3 - (4-v?yf/VT5;t°^y^^-l 

--r/vO - 2H-^y^/!)^-i-^-^s 

(3 0) 6-^ua-3 - (4-^f^tX7^y-l-/f^) 

-2H-^y^r / y X - 1 - * ^ x 

(3 1) 7-7 > P^e-3-(4-v 5 y ^■A'T 5 y t-^yv 5 ^ - 1 

io --f/v) - 2H->f y^; yv-i-ty> 

(3 2) 5-^n^-3 - (4-5?^W$>'^!l^i'-i 
(3 3) 5-^/1-^-13-3- (4- (2-t Fa^r^xf;V) f 
15 (3 4) 6-^^/1^-3- ( 4 - y f/l'f^? v 5 ^" 1 —4 ^) 

-2H-o^;!)y-i-ty, 

(3 5) 3 - (4 - (2-tl f n*i'ifA') t° ^ 7 5? ^ - 1 - 

/v) — 6-y-f/v-2H-^y^/!)^-i-*^. 

(36) 8 - * f-fls- 3 - ( 4 - y &Zs— 1—4 As) 

20 -2H-^y^y !)^-i-ty, 

(3 7) 7 (4- (2-t Kn^>if /l/) f^^^-l 

— < ;V) -2H-^y^/iiy-i-t^ 

(3 8) 3 - (4 -y f;vt°^7 v > i/-l--f/v) - 5-=bP- 

2H--r y^y y > - i-ty, 

25 ( 3 9) 5-T5/-3- (4-yf;i/t^7^-l-^f/i') -2H — f 

y =^7 y 1 -a-x i TKttJnUk 
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(4 1) 3 - [4 - (2-fcKtt >- — 1 — 

^a] ~ 8 — y f-A*— 2 h-4 y *s y >— 1 

(4 3) 3 - [4-.(2-t KPilfVifA') tT 9 X — 1 - 

-< a] -7-^f;w-iH-^y^;y y-i-tVs 

5 (62) 3- {4- [2- (fc°^ y i?^- 1 — f /V) 3^A] tV<7 S?^- 

i — T/W -2H — fy^y yy-i-^y, 

(63) 3 - {4 - [3 - (fcf^P 1 -^A) /of;l/] 

tr ^ 7 y - i — >r a} - 2 h - << y ^ / y y - 1 - or y , 

(6 5) 3 - {4 - [4 - ( tT^< y v 5 ^- 1 --YA) >^A] tr 

io ^?s?y- i-/f^} — 2H-^y^;p>-i-ty, 

(66) 3 - {4 - [5 - ( t 9 ^ y i?^— 1 - /V) ^^^/V-] 

tr^< ^ ^ ^ - l - a- } - 2H-^y^yyv-i-^-^ N 

(6 9) 5-y^A-3- [4- (4-^*!)/) t°-<y 1 — f A] 

- 2H — fy^; yy-i -;t-y x 

15 (70) 5-^ 9=- A- 3 — {4 - [2 - ( tf-< y v*^- 1 -> A) 

^^a] v'y — i — ^ a} - 2H-^y^; y>-i-t 

(71) 5 - y ^ a- 3 - {4 - [3- ( t°-< y ^ - 1 - -r A) 

/nt*;V] v^y - 1 — A} - 2H-^y^/!)y-l- 

20 3r >- > 

(72) 5 - y ^A- 3 - { 4 - [ 5 - ( tf-<y i? ^ - 1 — -f A) 

^ y ^- a] • tr^ 7 y - i — 4 a } - 2 h — y / y y — 1 - 

(73) 5 - y ^-a- 3 - { 4 - [ 4 - ( t°-< y v'y - 1 — -f A) 

25 y^A] t°-< y v 5 y — 1 -f A } - 2H-^fy^y 

y > 
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(7 4) 5 -y- 3 - {4 - [4 - (4-^*1);) 

(7 5) 5-^^-/1^-3- (4- (4- ( 4 - ^ ^/V- 5? V 



5 y>--i-^-v s 

(76) 7-^0^-3- 
>^ 

(77) 5 — ^ t2 ez - 3 
10 -ff-As] 

(7 8) 5-/0^-3 
(80) 5 — ^ ta a — 3 



xT/V) - 2H--fy=3f/ 



{ 4 - C 4 - ( tr^< y^y-i-f/H 
-ow - 2H-^y^/'jy-i-t 

{ 4 - C 4 - ( fc?'* y ^ - 1 - ^ /V) 

/W - 2H-^y^;yv-i-t 
{ 4 - [ 4 - (t'^y ^y-i-^^) 



15 



{4 - [4- (4-t;v*y/) 

/v] f-<7^y- i - -2H--f y^-y y > — i - ^- ^ s 
(si) 3- ( y 4 ->f /v) - 2H-^y^yyy- 

(8 2) 3- (i-^f;v^y> J y-4-^;V') -2H—/T y^f-y y 

20 1 -^l/STkttiD'fc, 

( 8 3 ) 3 - ( ( 4 - y ^/U- bT^9 v 5 ^- 1 -<i /V) 
-2H-0^; V > - 1 — 3r>, 

Oo) 3- (3- ^pf^) -5-y^/v 

-2H-^y^y y >-— l — ^-v, 

25 ( 9 3 ) 3 - (f^y i?y-4-^/M — 5-^f;V-2H i 

y * / y >- i -^-^m^s. 
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(95) 5-? w — 3— (1— ^f/Hf^U 4->T^) — 2H — >f 

(9 7) — - ( tf-< y ^V- 4 — -f /V) - 2H- 

-r y *s y i -^>Mit^mmm., 

5 (9 8) 3- ( 1 ^/Vtf^y S?V- 4 — J A*) -4-7x- 

(99) 4 - ( 4 - * h 3r ^ 7 ai ~ ;V) - 3- ( 1 - /• ^ A- 

(100) 4 - (4-^nD7x^/V) - 3- ( 1 - * ^/V 
(10 6) 5-7/^^-P-3- (l-^f/V^J^y-i-'/ 

/v)-2H-^y^yy^-i-^v > 

(10 7) 5-^h^->-3 - ( 1 - ^ f/Hf ^ y ^ - 4 - 

/v) - 2H-^y^/!)y-i-ty, 

15 (108) 5-t Fp^'>-3- ( 1 - y* f-fls y V s V — 4 - 

-ov) - 2H-^y^r/!)y-i-ty^ 

(110) 5- (4-^^t°^7-y>- 1 TA-) -6H-fi7 [2, 

3-c] tfy^y-7-ty> 

(112) 6- (4-^^t°^7v?y-l— f/U) -5H-fxy [3, 

20 2-c] try v>y- 4 

(114) 3- (4-^^l-t 0 ^7^^- 1— T^V) -2H "/X[{] 

■<y^/yy-i-t^ 

(115) 3- (4-^w^yt^y^y-i — -2H-- <> 
x [f] ^y^yyy-i-ty, 

25 (116) 3- (4-^W^7^- 1— 1VV) -2H ^X[h] 

>r y^r/ y 1 -*-^> 
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(117) 3- fcV*U Vis- 1 -< OV) -2H-' <V 

x [h] ^y^yjjy-i-t^ 

(120) 8-^^/v—2- (tr^yv^-4 — ijv) -sH-^t/yy 

— 4-5}->\ 

5 (12 1) 2- ( 1 - * f;H^^ J) i?^- 4 --f /V) -8-^^ 
;l^-3H-^t/!J V - 4 - ^ N 
(12 3) 8 h^v-- 2 - ( 1 ^^f^ V 4-4 

(13 7) 8 - ^ ^JV — 2 - ( 4 - i*^ fflsT 5;^^a^^rt 
10 - 3H-^ft/!)y-4-^y, 

(138) 2 - (l-nPtfV^ta [2. 2. 2] 3" ^ ^ ^ - 3 

— -f/V) — 8 — ^ ^ 7V— 3 H — $r V — 4 — & 2/ s 

(139) 2 - ( ( 1 - T if %s * n [2. 2. 2 1 * ? # > - 
3 ->f /V) - 8 - ^ ^/W— 3 H — ^r-^V' !) ^ - 4 — 

15 (14 4) 8— ^^/V— 2 — (2- (^^f/V7t;) m^/W) 
-3H-^t s /!)y-4-^y > 
(14 5) 8 - ^ 2 - ( 3 - f/VT $/) fcW) 

— SH-^-t/!) is — 4 — >- „ 

(146) 8 — A* — 2 — (5 - (V s * f;V7 ^ / ) -^^/V) 
20 -3H-^t/!J 

(147) 3- (4- v-^ t3 -.=3fih l - 

-Y/v) - zH-^y^/yy-i-ty^i^ 

(14 8) 3- (3- (4 <f-A>}£'< : 7 1 - -f /V) 7" P 

tr/u) - 2H--fy^; y y-i-*y 
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11. (151) (R)-3- (2-fcFo^f/V-4-^f;vf^ 
(15 2) (S) -3- (2-fc KnWf^- 4-^^/Vt 0 ^^^>-- 

l— r/v) -2H — fy^;j)y-i-^ 

5 (153) 3 - (3 -t Fa f ;v- 4 - ^ f/i^tV7 1 — <M 

- 5 -y^vi — 2H->f y^y y ^- 1 -t^ 

(154) 3- (3-^ h^i/i7/V^=7V-4-y^ L /Vtf-<7> ? V- 1 — -T 
;v) -2H-- f y^r 7 V is- 1 
(15 5) 3- (3-^f/VtV7i;y-l-^;V) -2H-^y^/py 

10 -i-^-v % 

(15 6) (S) - 3 - ( 3 - 1 Kc 3f v/^ f 4 - y i/y- 
l-^/v) -2H — fy^uy-i-ty, 

(15 7) (R) -3- (3-t Fa^i/^f;v-4-yf;vtV7^- 

l-^/u) -2H-^y^r/!Jy-i-ty, 

15 (15 8) 3- (1 -y^-/Hf^y i>^-4— f/V) -3, 4->ytKo- 

2H--r y^y y 1 -^-v. 

(15 9) 8 - y 2 - [2- (i^n^vKT^/) - 3H-=*f 

tyyy-4-ty. 

(16 2) 3- (3, 5-^y^f-<7^^-l — T^) -2H — ( V* 
20 / 1) ^— 1 -^"V N 

(16 3) 4- (4-y^7x^) -3- (i-y^t^y^-4 

— r/v) -2H — fy^/py-i-^A 
(16 4) 4- u-yA^^y^-^) -3- (l-y^/vt^y 
4-4^) -2H-^y^ypy-i-ty 

25 (1 6 5) 8-y^/^-2— (2-t°-<y i^/^^/W -3H-W;y 

-4-^-y 
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(16 6)8 — y f-fr— 2 - [ 2 - {rtfls-fr V 4 -4^) - 3 

(16 7) 4- (2-^ h^ri/7x=/H -3- ( 1 ^/H^ JJ -S^- 

4 — f/v) -2H — fy^/yy-i-ty, 

5 (16 8) 4- (3-/-5VK7^-;v) -3- (1 - ^f;Hf^D 

— ivi>) -2h — fy^yyy-i-t^ 

(16 9) 4- U-y^/K^rvV) -3- (l-^^t'^y-^ — 4 

— iw) -2H — r y^/ v >— i 

(17 0) 4— (3-/- b^i^rc-ZV) -3- (1-^^/^!)^- 

io 4-^f/v) -2H--fy^;!)y-i-^ . 

(17 1) 5-^ b^V^^^V-3- 

-ov) — 2H — f y^y yy-i-t^ 

(17 3) 8— ^^/V-2- [5- (^xf/V7^) -O^/V] — 3 H— 
15 (175) 2- [4- yf/V]-3H-^f 

•?-y y ^- 4-^-v % 

(17 6) 8-^^/v-2- [3- (tra yv^-i — (M yp tvv] - 
3H-wy > — 4-a->\ 

(17 7) 7- (1— ^^/VtT-<JJi?^— A') -6H-1, 6 — 
20 fy^- 5-^-^1/1 OtR#», 

(17 8) 5-^^7V-3- (1 -^^Vt°^<y i^^-4 — f/V) -2H- 

(17 9) 4-y^v- 3- (i-^^/vtr-<y^-4->rA') -2H- 
y^y y 1 -a-v* 

25 (1 8 0) 5- (^f/VT?/) -3- (l-^f;W^D^y-4-^ 

/v) -2H — fy^/yy-i-i-y, 
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(18 1) 5 -75 7 — 3 — (1 -7^/H^y i?l/-4 — (M — 2H — 

4 y^y y 1 -^-^ 

(18 2) 4- (2-7/VtP7x-/V) -3- (l-^f;VtXyi/y- 
5 (183) 7-^t3i3-3- (1 -y^vPfc^y v^^-4— T^) - 2H- 

-r y^y y y— i 

(18 4) 5-t Ko^rv—3- ( 1 -7 f/l'txy 4 -^/V) -3, 

4-v^b Kd-2H-^ y=¥y y ^- 1 

(18 5) 5-7 h ^ v-7 gVV^^iy- 3 - ( 3 — S?pt ^7 5; 7 7°^ kVV-) 

10 -2H-^y^/yy-i-ty, 

(18 6) 5 — t Ka3r->- 3 - (3-^f;V7 5 7 7°ot» — 2H- 
(187) ^?VHr^r^- 3 - (4-^7 ^7 5 7 ^/V) 

15 (18 8) 5 - t Kndrv'- 3- (4-y/f/V75/yf/I/) -2H— f 

y^y y y- 1 ~Jr>nm&, 

(18 9) 5-tKo^>-3- (2- (fc-^y v?^- 1 -^/V) zn^/V) 

- 2H-- r y^r/y y- 1 -?>ri>' < 

(190) 3- (1-75VV-1, 2, 3, Ft3t°y i^V-4 

20 --r/v) -2H-^y^y !)y-i-ty, 

(19 1) 3 - (1 — s^^t^y v?v-3 — IV^) -2H — (y^/V 

y- 1 — 

(192) 3- (1 -y^vvt°-<y i^^-3 -2H- <y^y r/ 

25 (1 9 3) 3- (1-y^vv-l, 2, 3, 6 -T Y 7 t Ko t° y v>>— 5 

— 4W) -2H-^fy^;!)y-i-ty, 
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(19 4) 3- (3-t Ko^^f/vtVy^y- l-/f;v) 

(19 5) 3 - (4 3-t Kp ^vO< f/Vt^?^- 1 — f M 

5 (196) 3 - ( 3 - 1 FP ^r^^ f /l- 4 p tVPt^7 i?^- 1 
VW) -2H->fy^/PV-l-t^ 

(19 7) 3— (4 —-O^/l— 3-t Kndri/^^/Vt^^v 5 ^- 1 — Y 
/l>) -2H->f^/?V-l-t^ 
(19 8) 5-^^—3- (3-t KP ^-^^ f 1 —f ^) 

io -2H-^fy^;yy-i-ty, 

(19 9) 5-^^-3- (3-t KP^^-4-^f^tV7>> 

^-i-^/v) -2H--{y^/!)>'-i-ty, 
(200) 3- t^y^-i — r/v) -2H-^y^7 

15 (201) 3- o-t kp^ ^t°^y i?y- 1 --r^) -2H — r 

(2 0 2) 3 - ( 3 - (v^ ^V^/W^^-f/V) t°-< V i^X- 1 -> f A') ~ 

2H — r y^y y ^- 1 

(203) 3- (3-tKP^yyf;v-4 — f y^w^7i?y-i- 
20 -f/v) -2H-'fy*; i ;^-i-^ 

(204) 3- [4- (5?^w$y) y*^] -2H-ry^;yy- 
i -^-^s 

(2 0 5) 5-7/V^-C2-3- (3-t KP d rVy^-4-yf^t°^7 

v?v-i — r^o -2H — f y^y yy-i-^y, 
25 (206) 3- (3- (^ywu^f/v) f^y-^-i-^AO - 
2H — f y^y y y- 1 
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(2 0 7) 6—*7-A — 3- (1 -ff-?VM a ^) ( M — 2H- 

(2 0 8) 7-^^/V-3- (l-^^/Utr-<y^-4*-^/V) -2H- 

y^y y v- 1 

5 (2 0 9) 8-^^/V-3- (l-^^t^y — iW) — 2H — 

(210) 7-y h^^y^^^^- 3- (i -y^yvtr^y s^-4- 
^/v^) -2H-^fy^/!Jy-i-ty, 

(2 11) 7-tKP^-3- (l-^^Vt°^y f/V) -2 

io h — fy^;py-i-tylils 

(2 12) (S) -3- (3-t Kn^^f/V-4-^f/Vt^7^- 

(213) 3- (3- (fc y 1 — r/v) /pt» -2H-- ry=¥ 

15 (2 14) 5-^t3d-3- (3-t ^r^y f ^~ 4 - ^ f ;Vt°^7 

y-i-^) -2H-^y^;py-i-tys 

(2 16) 3- [3- (t^y^y-l-^/V) /a tVV] -2H — fy^f 

yyy-i-t^ 

(2 17) 5-tKa^y-3- (3- (tTd y v^- 1 — f/V) ^PtW) 

20 -2H-^y^;yy-i-ty, 

(2 18) 5 -y^- 3 - [2- (tvy>?y-l->f/v) ^/V] -2 

h-4 y*s y i-^-v. 

(219) 3- [2- (t^y s>v-i — C/v) -2H-^y^y 
jj 1 — 

25 (2 2 0) 3- [2- (faUi^y-l — f/1^) 3^V»"] -2H->fW 
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(2 2 1) 5— y^/t— 3- [2- ^;V\ -2 

h— ' f y^y y ^- 1 -#-^ x 

(2 2 2) 5-y^/l— 3- [3- (foy^-l-/f;l.) ;/er fcVV- 1 

5 (2 2 3) 1, Kn-6- (1-y^vV-l, 2, 3, 6-ff7 

tKat^i?i/-4-^) [4, 3-c] k°y i^>--4 -Jr>^ 

(2 2 4) N, N-v>y9vW- 3- (l-^f;Hf^yv?i/-l-^;l/) - 
2H-l-2j-3ry-r y=3r/ D V- 5 $ Fl/4*#M3 N 
(2 2 5) 3- (^>fc Fn^i/Ky ^^-7— f^O -2 

10 H-^y^r/ y ^-1-^-^3 / / 47K#». 

(2 2 6) 5-y^-yv-3- (t^^tKn-{yK^^y-7-^;V) -2 

h— r y^y y 1 -3ri/ 1 / 2?}<.mm. 
(227) 3- (i -y^ut°^y ^^-i— r/P) -2H-i-^y-f 
y =¥7 y 5 -^/^^^^^ 

15 (2 2 8) 5-y^-/P-3- [3- (tN<y i?>-- 1 -J JV) ~7v\f)V\ - 

2H- ry^y y 1-3-^ 

(2 2 9) 3- (s^ygvi-r^y) ^f^-2H-^y^jy-i-^ 

(2 3 0) 3- [ (4-y^t^7i^^-l—r/V) y^/V] -2H- f 

20 (231) 3- (fcxp-y^f/k) -2H--fydry!)y-i-ty 

(232) 3 - [ (^-/v*y 1 -^tao y^/iyi -2H--ry=3ry y ^ 
- i -a-j^ 

(233) 3 - [ (*^f-<y i^v- 1 — r^) y^v] -2H— r y^y 
y 1 

25 (2 3 4) 3- [3- (*^r t°-<y S?^- 1 -xf/v) !7°n t e /K) -2H — f 

y^yyy-i-ty 
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(2 3 5) 3- ( 1 -7/1/77^^^1) -?y- 4 -^/V) — 

(2 3 6) 3- (4-^^/^-3-^-^y t°^7-^^- 1 — 4 >V) -5-y 

^v- 2 h— r y y 1 -^-y 1 / 1 o fctfto^ 

5 (2 3 7) 3- (l-7^;tVijv?y-4-^/V) - 5 -y ^/V- 2 H- 

-r y^y y ^- 1 -t^ 

(2 3 8) 3- (1- (^?y^;l/*=;V7^y) t^y^^-4-^fyv) 

- 5 -y ^vv- 2H- y y^y y 1 -3-^ 

(2 3 9) 3- (1 - hV 7/^nTt 7 t°-<y v^-4 — f/V) - 

io 5-y^/v-2H — ry^f/yy-i-^y, 

(2 4 0) 3- [2- (/fc^-f^y i?^— 1 — iiv) =^T;is~\ -2H— <y 

(2 4i) n- (5-^f/i/-2H-i-^y^y^yyy-3— f/V) 
-2- (^y^/wr^y) Tiry^F, 

15 (2 4 3) N— (5-^f/l/-2H-l-t^y'<y^7!)y-3-^^) 

-3- (^y^vKr^/) /n/^yrn; 

(2 4 4) 3- (l-^f/l/7^;^!li?y-4 — f/W) -5-y^/V 

- 2H-^ y^y !)y-i 

(2 4 5) n- (5-^f/v-2H- 1 -t^y^y^y y ^-3-^/v) 
20 -4- (^yw^/) y^y>-r^Ks 

(2 4 6) n- (2H-i-^y-<y3ry -4- (c/y 

y) ^>7$ h\ 

(2 4 7) 3- (4-^f/W2-t^ytX7i?y-l-^) -2H- 

-f y^-y y y- 1 -xf-y s 

25 (2 4 8) 5-y^V-3- ( 1 - y f;Vt'a V 3 — Y /V) -2H~ 

-r y^ry y 1 -;*-y. *=it^ 



265 



WO 02/094790 PCT/JP02/04995 

(249) 3- (i-^^;>t'oy — < jv) -2H- fy^jjy 
5 12. (i) f^^T, 

10 Y^S- (CH 2 ) m - C£cf> N m«0 -fefcttl-l 0 <D»^-f-) 

R^JT/U^T 5 7 Sr^T^ £>3V^TfB:£ (a) -fcfcte (b) ^ 

-r 

p w R 6 IT" jw R 

t *s o ~ 3 <^Sifi:^^-r 0 

20 R 5 MR*'i^-tfcfi^oT, Wilt Ko^v-7;^^^f 0 
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1 3. — fl£5£ (I) (C&V^T, 

(CH 2 ) m ~ m&0tiitt£l~3<Dmk&7F-t-) 

R 2 aMtiii£jT:U 
10 R#^7/VW^, (a) N 



t 1 * 7c 2 ^»^^-To 

R 5 5?)St Ko^rv'T/V^V^L, R 5 ' f^7X^^^-t" 0 
15 R 6 #5*S* % T/V^/V-^fc^T/W^T ^/^i~ 0 ) 

^fc^Tia^; (b) Sr^i- 

(b) _ 





est*, ^jfeas^is^-a-sr^-r. 



20 



t 2 C9^^:Sr^i- 0 
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14. (1) 5-y^vP— 3- (4— *^7UfcV<9$?v- 1 — f/P) -2 
5 (3) 3- (4-^f/V7>;/^yi?y-i^, V ) _ 2H 
(4) 3 — (3-t Ka^rv^^f;V-4-^f /VtXyiJy- j 

(12) 5-y^/b--3- ( 4 - iyy ^ y y i 

10 --Y/W) - 2H-^yaf;!)^-i_ t y s 

(19) 5 — fc - (4-y *3->V \£+< y i, - i _ ^ 

/V) - 2H-^ydr/!;y-i-ty > 
(8 2) 3- (i-y^/ut^y^^-4-^^) -2H-^y^yyy- 
i -*^\/5j&ttMm, 

15 (9 0) 3- (3- ^) _ 5 _^^^ 

-2H--ry^y y ^-i-^-^ s 

(9 8) 3- (l-yf/Uf^y yy- 4 _^^) _ 4 _ -7 ^ _ 
(108) 5-U'P^y-3- (l-yf/Vf-i!lv?y-4- 

20 ^/b) -2.H-^fy^y u^-i-ty^it; 

(12 1) 2- (l-yf;V^^i?y- 4 - /f/> ) _ 8 _ ^ ^ 
^-3H-^t/!) f - 4 - * ^ 

25 1 5. (1 5 6) (S) -3- (3-t Kt3^Vy^-4-y^t°-< 
7^-l-^^) -2H-^y^;yv-i-^ 



268 



WO 02/094790 



PCT/JP02/04995 



(17 8) 5—^T/^-3— (1 — ^^vM^JJ ^-4-- -2H-. 

(18 1) 5-T5/-3- (1 ~^^/Vt°^y v^-4 — (Ad -2H- 

5 (18 6) 5 — (3-^f-;V7$y/at» -2H- 

(18 9) 5-tKo^>-3- (2- — ^/U) 

(2 12) (S) -3- (3-fc Kb ^-^^^;V~A-^^-;V\f^<y^^- 

io i— ov) -5-^f^-2H— fy^./uy-i-ty 

16. (8 2) 3- (1 -^^VVtr^JJ 4— < W -2H — fy^r 

15 (9 0) 3- (3- (^^f/l'TU) T'of/V) - 5 - 

-2H-^y^; yy-i-tyjoir; 

(10 8) 5-t Fo^f->-3 - ( 1 - * ^~JV t*^< JJ ^ _ 4 _ 
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